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M G L P - 1 £ X Xf/ 1 fz liJfiL^iSteM GLP-2t:i MmifWk £ *t£ d t 

[0 0 2 6] 

^lffl#^*5V^T^$tt^> TjfiL> : P?S'14MGLP-2^J:a^ffili5^J tit, jflL 

^mg l p - 2 tzizftffimw^^ < am±#k M 

mn.MG L P - 2 £^ffi^3il£tL;E> £ t &#J*1-&o 
[0 0 2 7] 

[0 0 2 8] 

^*ffl*^i3V^-r^$tL^ rjfiLcpvSiiMGLP - lidt.Xf/ttzitM.^'&M 

GLP-2^p^-r^>^mj t\t^ m^rm^m, mm, -mb^-m, m 

[0 0 2 9] 

*wmm^id^xmzfc2> ri^4«^ttMGLP-2^p#t-^^mj tit, m 

[0 0 3 0] 

t [tfzit] (Di^^m^^m^x-m^^^o 

[0 0 3 1] 

$i$kW<vmmte, yStM^^^DPP i vpiWJi:, tr^r^-f v^ttzit 
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fztLTit, mumtLx, mx.im%mk mmu mtk mtu mmm. * 
■?*mu ycym fmuntx^x^ ma^mm (wm.ftmm. &t 

o 

[0 0 3 21 

RSMfcfctt, fflHrfflv^*L4jR^#K *frfr#k jm«Rk rfriTC&k *fe#J. 

t Lxm^bti&i&ftzm&Lxnmz£vmmimmx$>z>o ztibo&frk 

t* v /k ^ u * f- v y°n tr ^^o-x* x ;Wft ; (4) -t h x -r r V ;v 7 ;v n 

t'«7;i/ 3 - ;v ; (10) y -fe i ; ^ 7°n tf v > n - ;k y*7n t: v > 7 
ija-fl/, y;Wfcf o#i7^a-^ ; (ll)^^n-^, Val^;^ 

3^ ; (12)te 7 XT-f m> y^7;V5--)A7^y-)A, ^>fl7^^x^A^ 

[0 0 3 3] 

;K v^eyK SJI-fe^n-;^ -BMC^WUKf lift^JkLrti, 

7 7lf7^A, h?#>K ^9f>, ->x^y^ tKDJfy7nt>-t 
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[0 0 3 4] 

alfiSfctfUfcLTti. ^^;v-fe;i/n-x N #yvM->8 0, tKndfyif 
;i/-b;vn-^ N T^tfT^A, hytfvh^ #;v^~>^;v-fc;vu--;^ h 
y ^-drvjc^v^y^tf^ 7? v- ; »#Mmft#J*-*J^ta 

ifjft^fc LT»±> #y t**>xf *°y y^- h 8 o> - 

yf7 S h\ #y *^->xf l/>y^lf^ ^7 9? ; jcJgftSlK: 

£&#m^'W v;ve>m. 7x;-jk ^i/y-;K ?na^/-W 
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, vytxm. nt7;^-^ mmrnrn, ->u^i, #wr&tt#j> wig 
%£<DWMrfmift>ti, tt^Kfoc, pHim *v-h#h mm 

[0 0 3 5] 

>m^;b£tL-cv>*ujr iv> 0 i<7)J;^^S4fittt{i, Mx.«\ 1) DP 

p i wmnt, vrn-j mz tzit!t^mmGhP-2Kx^imm^ 
mLt+zmmt*mmzmmLx&b*L&mm<o& j ^ 2) Dppiviat 

Mt, \£VTi-4 FMZ fcfiJfo.^ttMGL P- 2 ^JB^&#3&fc1~& 
EHi:^!giJ^^»Ht;LT#^a^> 2#OM^JO|WI0fa:^ 3) DPPIVIfi* 
fcf^T^-f K^JtfctijfiL^r&'ttMGL P- 2 tci^>fpfflii3^^#iti:1-^ 
EHIt ^SiJ^^«J^LT#P>tt^ 2@<7)M^JOB#raM*i3V^-Cco^ (0dx.tf 
> D P P I V!fi«ik If^Tf-'f K#J£ £J±JfiL*f£1£M G L P - 2 ^ «fc 

[0 0 3 6] 

ttsu> ^^©jk. &mm, mm<DMfcM%mmm^cxm%:miRi- 

-SiH^ISo DPP I ViaWJhLT (S) -1- ( (3-fcKn*v-l 
-7?"v>^;v) 75/) 7-bf;v-2-y7/t a n'Jy>t/;li (S) -1- 

(2- ( (5-v7/li , Jy>-2-^;V) 75/) xf;V-75/7W) 
-2-v7 / t°n'Jy > *^Ai:fP t £f±»p}£Jf^-;g>:^^ il# 1 S *7t 
i90. l-2 5 0mg, ffiL<l±l-10 0 m g (DmfflXmiRXZ DPP 
I ViaSat LT-f vn^ yiVf7v''J v b\ 4 vn^y;vt?n y v Kt fete;* 
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'j ;vi:'n <; i; K^Pi^:^gPt4tS^ IflB^:H. 0 1-2 
. Omg/kg, jfiKliO. 0 1-1. Omg/kgWf||fSI?t*i5« 
DPP I Vlfl«iJ*: LTHBSS; (I) (I I) •e^t?^tt^4k-B-t?^7tti 

Z<D)&i>V<l±^tLh<DMM%Z, J&A^mn&^-lr&W!^ If ih^n 
. 03-lOOOmg, IftKiiO. l- 5 0 0mg, Z blZfttL< i±0 . 

i-ioomg, ima&^Wi&te, inr^ l-sooo^g/kg^ u 
< 5i^3- i ooo^ g/k gco$gH-e®^-e#^o dppi viaWJ^m^^- 

1 B&fcOOifc-^fi:^ 10-2500mg, JfiKlil 0 0-1 0 0 0mg 
[0 0 3 7] 

DPP I VMfflfctT^Tf-'f K#JW\ **iW±SB*:#* 
1 B 1 ~tiCMtt4t^ii:^§^o 
[0 0 3 8] 

0 mk\t, dpp i vmmntwTirj Y%\<o®t5-atm*. 1 

: l ~ l : 2 5 0 0s fiFtKiii : l o ~ l : 2 5 0 <£>$EBi*]-?&*u£ £ v> 0 

[0 0 3 9] 
[0 0 4 0] 

^*B#^i3V^-cm^tt^ (S) -1- ( (3-tKn^y-l-7^>f 
;v) T^y) 7W-2-'>7;fn'Jy>li, *®#It^6 1 6 6 0 6 3# 
l-ISfc<7)^^\ (S) -1- (2- ( (5-vTy v>-2->f ;V) T ^ 
y) ^^;ix-T^ 7 T-b^;V) -2->ry emj^Vli, *H*l#fFfg6 0 1 1 

1 5 5 ^&::fB®<a;£8re34jg-t-* t £ & o 
[0 0 4 1] 

k*3 «t ov^ci; ;v en ij v Ktt, nigral* 99/61431 -^mBm^^^ts 
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[0 0 4 2] 

^wmm^&^r, (i) a n -e^^^tt^^^^t^ 

[0 0 4 3] 

jiiT, m^m~&w&m^^m^^xmm-tz>o r3i~r4 2 n n 

. m. R 1, X, A<\ Al, A2 % RA^i^ T l(±> m^TE*! t HXtt&ft 

, ^^>^jl/7t^W^y^ p - > > ^ 7 t - t y if 
&;tl*-r£o P r o K Pro2*iO r Pro3l4, ^fL?«LtliV^J Jl> 

7F~to u2(i, tt*JR^ A3RJK^ a^jRlR^ ^^;V7t-^^vi 

„ p-h;Vx>7,;V7^^^t :3 r^ — B (OH) 2^ 4 > 4 » 5 > 5— T*b 
3, 2-mWV-2-'fJl'^ S-Sn (R z ) 3 

R2 0 (i> ^-NRAR2 (5^ RAijj:yfR2 t i^^KlitrtE56illfcRI* 

R2 l|iS-A0 1-A2-A3, Sfeli5t-A3 (5£>K AO 1, a2, A 
Mt£> -MgCK -MgBr. -Sn (Rz) 3 (5frK R z f±iiufi5^£ 

r 5 1 ~r 5 7 { i % ^-ttetate LT***^ C 1 - 6 TfrZ-frm* tzitC 

R x> R y ^J:^R z l±, •ett-r^SlLTC i-eTWil £tiC 6 - 
1 oTV-frmZWMIr&o 
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[0 0 4 4] 

Mb 7] 





H la tr<* 2a *" Proz 33 

■vLj ^.^v 

Pro2 4a 4a " 2 p r02 5a Pros 6a 



[ISA*] * 8a r 3? 



Pros ^33 ^vyTm R41 

R35 



\J" R 38 
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[0 0 4 5] 

tDBAl] 

(1 a) [CAS No. 5 6 1 6 0-6 4-6]i:75yifI^l«: 
(2 a) ^i^i^Igtfe^o 
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MJ:Ltl^x.^ »v^A, #fc&';^*A, ^Stb'J^A, 

15 0 "CtrfH ^ *o 
[0 0 4 6] 
[IfA2] 

ft-fr* (2 a) MfrfrW(2 a -2) tfcJ: «9 > (2 
a) (Dit&VtW ltOttI?t:fM*fAt, (3 a) 

& o 

ft£-*(2 a-2) fcLTti. SR 1 -U 1 (^> R 1 *5 J: U 1 tttMB£* 

1 _y D;e _3_^f;v-2-7T>f07^-^7'f K> tfeti^'n/'t 
;v^;i/7*n:= b\ l-7n^-2-7f >f^)7^-^7^ Kfc^fcsbtfa 

a. imitiJ')^^. mtv^v^, mki-vwA^ $&saiv*j*, 

>>a n **fku^^A, tMSH^hj^a, *atft#i;*A, 7^;v;^a. 

f;Vv y ;ur u\ # V t> A tf 7, h U ^ f;Vy V ;l/T ^ \ f S$<D&&<D%£&T^ 0 
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[I® A 3 ] 

W&m (3 a) <97{£<7>T^ /SO^^^^^^ILT^b^ (4 a) 
/nV _ ;v> v^^;i/x;v^^v K\ N, n-v^^WW7U\ n-^;v 

A^t, @Hbs^ ^^--y^^^^^o^^ 7Kft#H^;T\ o°c 

[IfIA4] 

4b£-^ (4 a) i:^tf(4a-2) £fimRj££« - t K X > ik&M ( 
4 a) 60<t:^<7)7^^T5 /SCfli^fXL, lb£-% (5 a) &#&X;fI 

1 _ 7 » n ^_ 3 _^f;v-2-7'f>f07^7---'WN7'f f-\ $/c(i7°n^\ Q ;v 
^;vyn5 b\ l-7'D ; &-2-7*f>f»7M^JVA7'f K^fflv^^i:^ 

ff5i;Kn77>'> b^^o^S'K T^b'J^A. Tjc^fbf- h 

Tfcgtfbfl'J^A, Jk^T^A, ^Mi-hV^A, ^t*'J7A, JfUft 
■by7A, imiV)^-^^, TK^fc^hU^A, 7kSSft*'J 7A, -7*^ )VV 7^-7 

;v v 'J;P7 5 b\ # y * a if * h; f-;vv >j^7^ k^o^^o^^et 

[0 0 4 7] 
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f lTv^tUv^5~l OIatdT'J-^M^ ik&WlJU a -2) hi 

£<7)lrg\ v^nn^y, ^no7*i^ 1, 4-v**^> x fhn 
Kn77>', b;w^>^ e^vV, N, N-y^f^M7U\ N-^^ 

N, N-^^f;V75 ; }SW>m<Dikm& £V\ IfcMIH (ID > M 

7)v*umm (ii) > intto (i i) > xoitm (i i) mmmkmojffe 

[0 0 4 8] 

[ISA5] 

4t-£& (5 a) ^n^>>ft£iJ££afr£-£\ (6 a) £#;g>X@-e&& 

o 

N, N-^^fW^7U\ N-^^-^tfm; K>, 1, 4--^^ 

t- > ^ t: kd77^a h >m<vm%*, 0 l 5 0°C^ 

[0 0 4 9] 

[IDfIA 6 ] 

it&fo (6 a) l^fc^t/ (7 a) ZKIfc^tX^ it&m (8 a) £#&X*re 
$>-£>o 

b;VJO, ^vI/>^cd?#^^* 7t(i. (6 a) fcitf (7 

a) £?i-a-u o°cfrh i 5 o c co?ajg-e> &j££fr 9 - h^-e£& 0 

[0 0 5 0] 

raiA7i 
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it-^m (8 a) <D3{tL<DT$ S&<0$m&*W&m~& *K (9 a) & 

Kn7 7>«^ i-V) h^rv h\ 7K3S-ffc^ h V & 

% yjfk'y ^ n ^ ^ - 7 0 t^fc 1 5 0 8 C<D^-efP 

. N, N-v^W^7 0\ N-^f^n'j K>\ 1, 4-v:*^> 
h\ ^y7A7;vt'J vm<oUm*0X:frt> 1 5 0 o COrajg-e^$ 

[0 0 5 1] 

[ItA8] 

(9 a) £?n;Wfcb-C, (10 a) *'&Z>TMX&Z> 0 

M«I$titLl^f^ W\ P r o 3 4rfflv»T««HWA«:^f do « 
T-feh-hVJK' N, N-y^f^JVA7 5 h\ N-^f^t?niJ p 
TKm-ffcV^^A. M^tP^A, 7Xm^^V^A. Rt'Jf7A, mmi-v 

ti^ow?) 1 5 o w&mxitmmtx n^ti&o 

[0 0 5 2] 

[ISA9] 

Ifc^t/ (10a) t:7;V3-;i/ (A20H) Ifc^t/ (11a) £ 
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^WA/A75K, N-^f;venn-A 1, 4-v>^r-9->. x h <? K 

£S**y*A, Rt-b^^A, ^bth'^A, **ft*y 

, thV^Alf^h^WJ ;VT 5 h\ * V * ^ tf * h y ^ ^ v 

[0 0 5 3] 

[1*1 A 1 0] 

ft** (10 a) KT$> (A 2 (RA) feRJSS*. ft** (1 

2 a) 

JR|&^tfC»i«F*i«IR**t-5*>OT?tt«rv^ T-teh-by/K N, N- 



R$£#y^A, K|-ty^A> jJCtftUf-JA, «tH^A, TK^fft* V 

[0 0 5 4] 

[ISA 11] 

ft*% (1 0 a) fcft^tl (1 0 a- 2) /^^^AM^TRlE^^ 
, ft** (13 a) Zn&XM-e&Zo 
T-bh~hy;K N, N-y^W^7U\ N-^f^^'iK>, 1 




>\ Tfcmfty 
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;-)vm<Dmn*. -xmtvmj*. jmiti-yw^, *m£*w*> 
d-^a, vmi-^v^-k, M-tv^A, TK^bu^-^A, tk 

fftth'^A, 2k3Hb:&'J*A, 'j^m^V^A, «jf-)A^l«^W 

V ;vr u\ f- b U * A if* h y * f-^ v V 5 h\ * «; »7 A h'J^ ^ 

;^y7A, »<7^7A, y'^Vy 'J f >^7^7 Af^7^7 

AftftftU t;H^hV^7rA y7x^;V7^7^7xO-b>fC7)« 

[0 0 5 5] 

[1*1 A 1 2 ] 

(10a) ^vTyMiUlc^^ (Ha) &#&I*TC 

-y^f^MT^K N-^WO'JTA 1, 4— S>**"9->\ Tl>7 

k )?n7 7> > ^f^yxrA ^/-^ovtgl'K o°c^ 

1 5 0 1C Oj&JgtM^ffi $ , Rjfc fcJfr 3 £ t i & o 
[0 0 5 6] 
MA 1 3 ] 

(i4a) 0'>ry**ln*^»U"C^ d 5 a) 

;l/A7U\ N-^^-;V^°m; 1, 4 -V**^^ f >9KKd75'/ 

, b ^>jl* ^ * y -;K y -;v^o^«f , 7KM4b# U * a, tJc 

miti- >'J7A, TK^bV A^OitafeOTfc&ifc* 0 Vfrh 1 5 0 "CoiWC 

[0 0 5 7] 

[ISA 14] 
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(16 a) (DP r o3^MiU> (17 a) 

M(l6a) tLT>^ll(lla) , (12a). (13a). (1 
4 a), (15 a) 4 fc'fcfflv** £ bi>*V% 2>o 

Pro 3oKfit«LacBo*#^ov>r»i. fflv^^gl^icioT. -%m*&* 

WILIS t )^(DWi&li > teTK^TK^^ * / -JMSifc 

[0 0 5 81 

Hti o] 




[0 0 5 9] 

[ISB 1 ] 

(lb) H>vMl:L/:tl^ «HR«r«JBf LTft-frflfe (2b) 0<k^ 
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o 

10 0 6 0] 

[IDgB 2 ] 

(2 b) ^ n y >im\*fcfc S ft^t! (3 b) t#4IST**S 

o 

^nyWt^MtLtli, SHI^&Atf) [IiA5] WttUcfr 

[0 0 6 1] 

[IfB3] 

ft-fr* (3 b) kz4\&® (4 b) SrRt&S*. (5 b) £#&I3Te& 

RtS&ttfcLTti, *ii^feAO [ISA6] ©*#i:H#i:ff^ 
[0 0 6 2] 
[ISB4] 

ft^t; (5 b) <Dli&*T)V*)l<4kLfzmzP r o 3 fcfl&fi^U It^tl (6 
b) *^Igt*4 0 

P r o 3«ra^#Co^tli> ffiv>f;§iii:j;ot, Ta&fi^ 
[0 0 6 3] 
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Hfcl 3] 

17c 

[XSC18] / \ [XSC19] 

/ NH 2 NHR' NH 2 NHi- X 




t-yfjVy7x-;Vy'J 7V»^ c7)7XMft<7)#^* £ ^i" o ] 
[0 0 6 4] 
[ISC1] . 

( 1 c ) Mfc^tf ( 1 c - 2 ) ZtK£*), it&m ( 

2 c) *mZ,JLmX~$>2>o 

(lc-2) £LTte, A^^J£«\ 3-K^^>, 3-Kxr/ 

l_7*n^-3-^f-;v-2-rx>^T;i^-;WN^-f K> 3fcte7°n^;i/ 

I8A4], ^ (5 a) Km-f&o 
[0 0 6 5] 
[IDgC2] 
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vc&m (i c) s-fr*Ym%*. (3 c) *nz>JMx-&z>o 

[0 0 6 6] 

[XfIC3] 

ffrg-W (2 c) K^/-;l-£RjS£^> (4 c) *5J:tT (5c) 

5$ (3 c) tc^-r^o 

[0 0 6 7] 

[ISC4] 

(3 c) Mfc£^ (3 c-2) fflKHKtia^ ( 
4 c) 35 X& (5 c) ^#XIg^4o 

(1 c-2) tUtt, M«I^x.<t 3- K;* * a- Kx^ > 

1 -ynt- 3 2 - 7r>f<7)7;^-;WN7-f h\ f f:(iyn^> 
^l/^n' K\ l-~Tu*-2-7*1-y^<DT)V*=.)Vs^4 K^rfflv^it^ 

ISA4], S (5 a) fcifc-f &o 
[0 0 6 8] 
[ISC5] 

it&m (4 c) iMfr&W (6 c) (7 c) £#&X*re& 

^vVV^^^^STtfi, (4 c) *5±tf (6 

c) fcS^U 0t^t> 2 0 0^fil"e, EJ©£fT3£fc;*»-C£*o 
[0 0 6 9] 
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[ISC6] 

(5 c) Kft^ (6 c) ^ES^^ it®® (8 c) SrW&IST?* 

& o 

^ (7c) tcmr^o 

[0 0 7 0] 

rac 7] 

ft-fr* (7 c) <7)^*T< KflSKJ:!K (9 c) *#5Igtf*«, 

N, N-y^W^A7n\ N-^f/H^nV K>, 1, 4-v**-^^ 
f- b7t y^f^yx^yf^iS^ ttflSTV*-*^ «frft^- 

HJ^A, i/tJ±h N, N-yMV7'ntf;l'Xf;i/7r/f(7) 

[0 0 7 1] 

[IgC 8] 

(8 c) ^tt*W(:J:f), it&Vs (1 0 c) iHSISfiSo 

7 :U s fHo 
[0 0 7 2] 

rac 9] 

(9 c) o^fMkti 0. die) **#ai*re*&o 

r^fc 5 0TJ<ai&j£Wffi$-£&#\ £fcti7-fe > >\ N, N-v^^^A 
N-^f/H^nyK>> 1, 4 -v^*^. fF7t;Kn77>, ^ 
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[0 0 7 3] 

[ISC 1 0] 

(10 c) iMjt-t-ZZ- tKX «K ffrfr* (12 c) £#&i*re&& 

o 

. h * v^* ><f -78^^20 "CO^E-e, * nnW V 

7 8*Cd*e>3. sro^ETM^ffl^^ as£*ff 9 ii*tHo 
[0 0 7 4] 

DDfIC 1 1] 

(11c) *-hnfrfrM1rZ>Z h\z H «K AY&ty (13 c) 

8 o "coasts as 9 - 1 ^-e § * 0 

^Sftlt-5o #Kf{fl]|5jl£*L&tmi&v^\ 0Jx.il Ir^tU, P r o 3 
# s t -7* h ^y*JV^;vS^^ti^ y^nn^ ^nn*w, N, 

<t>Met\ owe. 8 otwsjg-c, n^m- t -^^^n^ffiv^r^js 
^^f7 :H ? ti^ 0 

[0 0 7 5] 
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[xmc 1 2] 

(12 c) <7)^^-t^ h'itiza (14 c) &&&xe-eab* 

O 

s Oc) tzm-rzo 

[0 0 7 6] 

[iec i 3] 

(13 c) ^MTCi-^Ciil' J: f), il&m (15 c) i#*IS-C*S 

o 

2--7°n/NV-;v. 7-th>Wl^ 7^--7^^tTx 0 
5 o°C(D^m^\ 7Kii£fEffl£-£3tf\ ££f±^*y-;K x.*/-;k 
2-^f-;v- 2 --fu;*j -fro&m, L< (±tK-t- b7t Kn7 7>^ 

ffcii, .x*/-/k 2-^f^-2-7'n;V-^ 

[0 0 7 7] 

MC 1 4] 

ffcfrto (14c) Sr«*f * i t * > (16c) *»&xet?*& 

o 

„ N, N-^fWM75 h\ 1, 4-^*^-9*>> f >9fcKn75'A 
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27g*f h5tKn77>10mK ^^/-;V2 0m H:jlIU 1, 8- 
v"T-^ftfv^n[5, 4, Ol^^T**— 7— JL> 0 . 5 1 8 m 1 SriHx^ ^fflU 

1 . 0 2 5 g *%tz 0 




Mb 4 3] 




4 _[ 7 _ ( 2 -?nri7x-;i/) -l, 3-^**- (2, 2-y^f;V7"nf 



ffitE# 2003-3095844 



2002-280137 



^-v: 84/ 



1H-NMR(CDC1 3 ) 

a 1.16 (s, 9H) 1.44 (s, 9H) 3.22-3.24 (ra, 4H) 3.33-3.35 (m, 4H) 5.90 ( 
s, 2H) 7.43-7.47 (ra, 2H) 7.51-7.57 (m, 2H) 8.71 (br, 1H) 
[0 1 9 0] 

f ) 7 _( 2 -^nn7x-;v)-2-y^D'/h^v-8-^7y>- 1 - i 
[ft 4 4] 



4 _[ 7 _ ( 2 -^on7x^V) -1- (2, 2 - f-^n 
^y>f;v) -2, 6-v**V-2, 3, 6, 7-f f7t Fn- 1 H-^'J 

N-^f^A75K0. 3mlWU yo^n^vO. 05m 
K^'^AZOmg^ 50° CUT##*#Lfco &JBW.KW-m*- 

i^mit-r b^A5mg^ii£, gi&n-c 3 b#ki«# ufco r/s^* i n -mm 
trffnu mm^fl'^-zm&^fco statu mm*yv7^*v^Wi^ 

1 . 8 9 m g *ntz 0 

MS m/e (ESI) 375 (MH+-CF3COOH) 
[0 19 1] 

mmmA. ?.- Lz_= (2- -7^-;v) -i -*?-jv-6-:t*y-8- (fc? 

a) 2, 2 -y>f^7°nt"t>f [7- (2-7'^-;V) 

2f 6 _c;^^y_i, 2, 6, 7-fF7tKn7 Pl J>-3-^f;H ;* f-^J- 




tiif]E# 2003-3095844 



#M 2002-280137 



85/ 



Mb 4 5] 




2, 2-y^f;^nt?t>t [l-^;V-2, 6-v**V-l, 2, 
6, 7-f- b5t Kn^'J >-3-4 ^] ^;V^*7^ 1 . 87 1 g£N, N 
-yVfWA75K3 0ml«U W^Al. 5 g. 2-~Tf-=- 
frfu* K0. 7ml fcinx., iSi:t«»Lf;= 

*^>-ffcI|j^;v (3:2) $gffl#®J:*K «ffifls^2. l 2 g 
[0 19 2] 

b) 7- (2-r^-;V) - 1 3 , 7-ytKn7 , 'J>-2, 6 



H 

2, 2-y^f^7°nt^>§ [7- (2-7^-;v) -l-^^;V-2 
, 6-v^^rV-l, 2, 6, 7-7h7tKn^'J>-3-'f^ 

!H-NMR(CDCl3) 

8 1.91 (t, J=2.4Hz, 3H) 3.39 (s, 3H) 5.10 (s, 2H) 7.93 (s, 1H) 10.62 (s 
, 1H). 
[0 19 3] 

c) 4- [7- (2--7^~;V) -1-^^-2, 6-v*^V-2, 3 
, 6, 7 -T b 9fc KD- 1 H--7 0l J >-8 



Mb 4 6] 




miHf 2003-3095844 



SfeM 2002-280137 



^-v: 86/ 



lit 4 7] 



Ah n w ( 




H 

7- (2--7*f--;w) - 1 3 , 7-vt Kn^'J >-2, 6-v* 

lH-NMR(CDCl3) 

<5 1.48 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.37 (s, 3H) 3.37-3.39 (m, 4H) 3.5 
8-3.60 (m, 4H) 4.87 (s, 2H) 9.68 (s, 1H). 
[0 19 4] 

d) (7- (2-r^-;^) - 1 6 -t*V- 8 1 

6 , 7-7HKD-lH-^'J>-2-^;vt^v) -7x^^tt^ 

Mb 4 8] 



4- [7- (2-7f-— /U) -l-^^;v-2, 6-y^^y-2, 3, 6, 

7- t h7t Kn- 1 H-7" 1 ; >-8-^f ;v] v>- 1 -*;v?K>Bft t 
— 7f^f^8mg, 2-7"n^7i-JV^f^f^l 0mg£N 
, N-y^WM7 5 KO. 2mU:I#U OmgiJlDx. 

, 5o° cKxi&&mwLfco Rj^m^m^^^nx., tk> lN-t^ct 

/Co 

MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 19 5] 

«jt#0 5. 7- - 2 -v^n^^->;i/^-^v- 1 -^^jV- 

8- f^7y>-l-^^ -1. 7-^Kn^)^-fi-t^ hJj_Zik 




ttilE# 2003-3095844 



#IS5 2002-280137 



^-v: 87/ 



Hfc4 9] 




MS m/e (ESI) 385 (MH+-CF3COOH) 
[0 19 6] 

IMi, 7- (2--7'^^->v) -2- -i-^;v-8- 
f^7y>-l-^V) -1- 7-yKKD7'')>-6-i> h ')7^tn 

Ht5 0] 




MS m/e (ESI) 359 (MH+-CF3COOH) 
[0 19 7] 

$M17. 7- (_2_z^Z±^Jk) - 2 -v^p^v^^v- 1 zU L±J±= 
8 - (H°^^7>>-- i -^f;i/) -1. 7-s>^Kn-/')>-6-t^ bJLZik 

[ft 5 1] 




MS m/e (ESI) 371 (MH+-CF3COOH) 
[0 19 8] 

gg*feffll8. 2- T7- (2-y'^=-)V) -1 -^^-fi-^V-8- (tf 

tBSE# 2003-3095844 



3&m 2002-280137 



^-vl 88/ 



^7y>-l-^V) -6. KP- 1 H-yiJ >-2->f ^^Vl 2! 

Ht5 2] 



2 -yn€7*^ >m.^^^M^rmM^H tPI^MU, 1gi2-ffc^£# 

MS m/e (ESI) 417 (MH+-CF3COOH) 
[0 19 9] 

jftiLL ?.- T7- (2--r*--;M - 1 -^f ;v-6-t^rv-8- (g 

sUVy-l-J JU) -6. 7 - y H Fn - 1 H-^') > - 2 - ^;^^rv1 7 
Mfc5 3] 



£y"J : $±'>'; NH-DM2 0 3 5) »T^n-7f^ 

774— fSj4L. w^ju7-)v-* ? ; -)v (2 0 : l) ^ISSfrffr^Mfc 

MS m/e (ESI) 404 (MH+) 
[0 2 0 0] 

mffiMAJL 2-T7- - 1 -^f^-6-t^rV-8- ( 

H>7y>-i-^V) -fi- 7-yKKn-lH-^ ')v-2->f^#y1 
•7°p g ± >m L2L71k± 




0 




{UfiE# 2003-3095844 



#112 002-2 8. 0137 



^-v: 89/ 



[its 4] 




(~~)lH HO^l 



4- [7- (2-"7*^^;V) -l-^;i—2, 6-v**V-2, 3, 6, 7 
— r h 7t Kn- i H-?' 1 ; ^- 8->f ;v] fcf^vv- 1 -#;v**>& t- 
^l/x^f^Smg, 2-7'nt7 p nt:°t^f^x^f)H 0mg£N, 
N-y^m;U7 5 K0. 2ml fc?g#U V *7A 1 Omg^ni, 

5 0° cizxim^tnLtzo Eu&mzwm*7»'*mx., ?k> in-w:t^ 

t«W*i«U 4- [7- (2--7^-;v) -2-(l-*;wf+yx 
h ^rv)- 1 -*^-)l>- 6 -t^fV- 6, 7-^H Kn - 1 H-7" 1 ; >- 8 

-;V0. 4mlMU 5 N-7kBfeft^h V 0. 1 m 1 fcifllx^ M. 

MS m/e (ESI) 375 (MH+-CF3COOH) 
[0 2 0 ll 

^ftfcffllll. 7- (2--7'^-;V) -2-^f^y-l->f^-8- (fc?^ 
7v>-l-^;i/) -1. Ka-7°iJ v-6 b'J7;vtnii^ 

a) 4- [7- (2-r^-;v) -2-?nn-i-^f;v-6-t^r7- 
6, 7 -yt Kn- 1 H-7°V >- 8 -'f/U] t:^ 7 v > - 1 - # ;v **>S£ t 



4- [7- (2-^^.;V) -2, 6-7^Dn-7H-7 ,, J7-8-^;V] ^° 

^■7 v>- 1 -jfr^^va* t-y^;v^^x;v 



Kb 5 5] 




tBliE#2 003-3095844 



#M 2002-280137 ^~ V \ 90/ 



Mb 5 6] 




4 - [7- (2-7^-^) -l-^^-;V-2, 6-vt^rV-2, 3, 6, 
7 — -r h 9 \l Kn- 1 H-7 0, j 8 — >f ;v] tf^9 v>— 1 -fc^^Bfe t 
-yf;^f;V5. l27g^t*vI1fc'J>7 5ml WU 12 0*Cfc 
-C&#*#Lfco Rj£ift«:*KU 5»f h7HKD77>50ml(ML 
fco uO^O^ t -yW*-^- h 7 g, f- h7t K075>5 0m K 
^BItK*^- f'j7A100g, 7X 200ml MSKT 1 B$|H) 

^7 7^-i:tffiIt^ ^ (l : l) i£ffifliIU*K 4- [ 

7 _ ( 2 -7^-;i/) -2, 6-y7Dn-7H-7r/-8-^;H fci^v 
v _ ! -^^jK^m t -7f;VxXf;V 1 . 3 4 8 g [lH-NMR(CDCl3) 5 1.5 
0 (s, 9H) 1.87 (t. J=2.4Hz, 3H) 3.64 (m, 8H) 4.81 (q, J=2.4Hz, 2H)] 
^^t>-ifxf;v (1 : 9) iSfflfliiU *K 4- [7- ( 2 -T^-^) - 
1 -*^)V- 6 -^7- 6, 7 -vfc Kn-lH-^'JV-8- 
«f;V] ^7V>-l-*;wf>® t-/f^XriV [lH-NMR(CDCl3) S 1 
.49 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.42-3.44 (m, 4H) 3.59-3.62 (m, 4H) 3. 
73 (s, 3H) 4.93 (q, J=2.4Hz, 2H)] 1. 2 3 8 g#fco 
[0 2 0 2] 

b ) 7 _ (2 - 7^-;v) -2 h*~>- l 8- (t'^7y> 
_ 1 _^ ; v)_ 1> 7 Kn >- 6 h U 7;v*nftgKai 

Mb 5 7] 

4 - [7- (2 -T'f--^) -2-^nn-l-^f;i/-6-*^7-6, 7 



mtE# 2003-3095844 



#M 2002-280137 



^-vl 91/ 



-yt ko— i h— > — 8 — -i' ;v] k'^yv-l-^ivr/l 

^xXT^8mg^^-^0. 2 m 1 l^gftfU 7jcStft"t- f'J^Al 0 m g 
W»l#?n7^77^-i:tffilU llfSft^l. 7 2mg£# 

fco 

MS m/e (ESI) 317 (MH+-CF3COOH) 
[0 2 0 3] 

^W)ll2. 7- (2--7*^;v) =L 2^JjijL^JL^2L±ikzz^jz 



(20:1) vtffi^lU ^If5ft^£#/io 

lH-NMR(CDCl3) 

d 1.42 (t, J=7.2Hz, 3H) 1.82 (t, J=2.4Hz, 3H) 3.02-3.06 (m, 4H) 3.40-3. 
42 (m, 4H) 3.46 (s, 3H) 4.51 (q, J=7.2Hz, 2H) 4.90 (q, J=2.4Hz, 2H). 
MS m/e (ESI) 331 (MH+) 
[0 2 0 4] 

Hill \1- {2-~T*-M - l-^f-;V-6-t^V-8- 
r/>-l-^M -6. Ko- 1 H--7°iJ >-2-^;Ut^v1ftj 



[ft 5 8] 




5 ^ 



[ft 5 9] 




0 



fcUIE# 2003-3095844 



#11 2002-280137 



^-v: 92/ 



[0 2 0 5] 

mumiA. 17- (2--7?-~)V) -1-^f;V--fi-i^V-8- 
*7*J>-l-4 )V) -6. 7-vHKn-lH-^J>-2-^^^yBl 
Kb 6 01 



4 -[7- (2-7^-;v) -2-^on-i-^f;v-6-t^v-6, 7 

)],jLXT)]/*m^xmMMi i tmm^^ML, n- (2 - - 1 - 

6 -t^V- 8 - (tT^^v^V- 1 -^f;V) -6, 7-ytFn-lH 
-7" 1 ; 2 ->f ;v^-^^]@^@t^^^^^7"^ h'J7;vtnfftt, [7- 
(2-7'^-;V) - 1 6 -t^rV- 8 - ( 1 - ^) - 

6, 7 - yb Kn - 1 H-T' 1 ] > - 2 - ^^t^vBf W7)VjruWpW&l 
MSm/e (ESI) 361(MH+-CF 3 C00H)] [7- (2-7^-;v) 

-6-*^V-8- (t^7y>-l-^) -6, 7-vli Kn- l H--7" 1 ; 

2 ->f ;vt^y]SSxfji'XXf;v fV7;i/tn||ft(i> NH-y'J 
*^v^v^t^nvh^77^-ilU (20:1 
) i#ffi5MIU *) [ 7 - {2-7*f-—)V) - 1 -^-^;l/-6 -^-^rV-8 - (t:^ 
1 -4 )V) -6, 7 -yt Kn- l H-7°V V- 2 ->f /l/** *>]Mfc 
if-^j.^7-;i/[lH-NMR(0)Cl3) 5 1.29 (t, J=7.2Hz, 3H) 1.83 (t, J=2.4Hz, 3 
H) 3.02-3.06 On, 4H) 3.38-3.41 (m, 4H) 3.55 (s, 3H) 4.22 (q, J=7.2Hz, 2H 
) 4.90 (q, J=2.4Hz, 2H) 5.03 (s, 2H) ; MS m/e (ESI) 389 (MH+)] =H#fc 0 
[0 2 0 6] 

$iil5. 7- (2--7*^;V) -2- (2-^^yxh^y) -1-^ 

^;v-8- (ti^ l --f;M -l. 7 -^fc Kn-7°'J >- 6 -a->- fc 




o 



£iifE# 2003-3095844 



#M 2002-280137 



^-v: 93/ 



Mb 6 1] 



N if ; 




NH F h 



0 



2-^ b^yi^;-;v»tHl^ll 3tPIii:MU WflB-ffc^SrW 

MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 2 0 7] 

$^16. 1- T7- (?,-^~;lQ -l-^^^-6-^^fV-8- ( 
tf^vv>- 1 -^f;i/) -6. 7->'H Kn- 1 H-^'J 2 =JJk±£&\ 

Kb 6 2) 



1 -t: Kn^yy?n^o/^*H'>fxf;vxxt;^ffiKti^ll 3 
b^7 7^-ffilU ftStx^-^-^^y-^ (2 0 : 1) v#tB^®i: «9^ffi<b 
1H-NMR(CDC13) 

5 1.19 (t, J=7.2Hz, 3H) 1.39-1.42 (m, 2H) 1.67-1.71 (m, 2H) 1.83 (t, J= 
2.4Hz, 3H) 3.02-3.05 (m, 4H) 3.37-3.40 (m, 4H) 3.49 (s, 3H) 4.14 (q, J=7 
.2Hz, 2H) 4.90 (q, J=2.4Hz, 2H) 
MS m/e (ESI) 415 (MH+) 
10 2 0 8] 

Mt#lll7. 1- \7- (2--7*T~)V ) - l-^f-^-6-t^rV-8- ( 
^7y>-l-^)H -fi- 7-y^KP-lH--/U>-2-^;^^yl 




#SE# 2003-3095844 



mm 2002-280137 



^~5>: 94/ 



Ht6 3] 




4 _ [ 7 _ -2-^nn-l 6, 7 

-^tKn-lH--/ , r/-8-'f^] tf^^ 1 -*;v**>^ t-y^- 
;Vx^t^2 Omg, 1 -fc Fn ^ry y ^ D ^D;ry *;^*>txf ;Vx^ 
2 Omg^rN-^f^tfn'J K>0. 2ml K?#jSU 7^miti~ HJ A 1 0 m 

ttffiL/io U 4- [7- (2-y^~)V) -2- (l-i^-> 

557^^-;i/v^n-7°n^drv) - i 6 -**V- 6 , 7-v^Fn- 

1H _yij>_8-/f^] v>- 1 t-yf-^«-r;v6 

3mg^#f:o :©^^^-^0. 4mK 5 N-7KMft^ h 'J * ^TKvt 
ifcO. lmU:iHU 5 0° CCt^»t/:o RJSifcte 1 N-^mSriDx. 
N i^xf;w:tiffiLf:o *r8W***tU 4- [7- (2-y^~^) -2 
_ d - ^;^yy^n^n^y) - 1 - ^ f-fr- 6 V - 6 , 1 -V 
tKn-lH-7 ?, J>-8-'f^] t?^7^>-l-*^'t*^ t -rf-Zl/i 
^2 2mg^fc, £<D&?>1 lmgSr>'J7;vtnift;ij5IU MIL 
fco h ^7 y 4 -^Tft^U SIB^b-a-tl 1.64 

m g Sr^tfco 

MS m/e (ESI) 387 (MH+-CF3COOH) 
[0 2 0 9] 

mmmi a. i - f7- ( ?.-y^~;v) -i -^;^-6-^y-8- ( 
1 =^Ljk) -6- 7 Kn- 1 H-y* 1 ; >- 2 ->f )v±jud 



[ft 6 4] 




mt£# 2003-3095844 



mm 2002-280137 



^-v: 95/ 



4- [7- (2--7*f--;V) -2- (l-*m^>^n/n^v) - 1 
6 -**V- 6, 7 -yt Kn- 1 H-"/ 1 ; V- 8 -4 ;V] tf^^v 
>•- i - j&^jje^Ife t -7*f;^^f;v llmg &r >5i:KD7f >lml 
HitftfU h'jxf/UT^^O. 0 5ml, ^nn^fxf;vo. 05ml$rJn 
il^Ct 1 55Hf#L£o 2 0%T>«=e-T7X0. 1 m 1 £ijnx.N IfiKT 1 

7 ^-ictSSU atSBft-^ 1 . 1 8 m g ifttio 
MS m/e (ESI) 386 (MH+-CF3COOH) 
[0 2 10] 

mmmi9. i- L2^2±=iM - \-**f-)v- 2 - (2-a-*y— rh? 

KKD79V-3-^fWy) -8- ( 2 > = 1 = d ik) ~ 1 • 7-v 
[ft 6 5] 




. SliBft^&fcfco 
MS m/e (ESI) 387 (MH+-CF3COOH) 
[0 2 11] 

^M12 0. 7- (2--7^~;i/) - 1 2--7^/^r->-8- (£ 

[ft 6 6] 




thfE# 2003-3095844 



#H 2002-280137 



^-v ! 96/ 



MS m/e (ESI) 379 (MH+-CF3COOH) 
[0 2 12] 

mmm2i. \i - i2^z±=j£ - i- ^f^ -fi-t^v-H- 

-6. 7-v^Kn-iH-^)>-2--f;vl ftixfjv 

[fk6 7] 



2- (t -^h*^*;^-^) I^i^V^^-r^&ffl^Tfyfel?!! 1 3 

MS m/e (ESI) 373 (MH+-CF3COOH) 
[0 2 13] 

«g.M2 2. 7- (2--7^-~;i/) -1. 2-v^^;^-8- (b'^7y>- 
[ft 6 8] 



4- [7- (2-yf--;W -2-^DD-l-^f;V-6-t^V-6, 7 
-vt: Ktr- 1 H-7" 1 ; 8 ->f ;v] fef^9y>- 1 -*^#>Bfc t-7f 
;v.xj*-r;V8mg^ f b7^rXh'J 7x-^7-f Wn'^v^A 2 m g%¥* 
*^>0. 2mlt«U ^W/^^aVK (1. h7tKQ7 
7 >?#?£) 0. 2ml^ 5 0t:tCT0. 5H#P«#L^o RJ&ifc&j&fi&L 

MS m/e (ESI) 301 (MH+-CF3COOH) 
[0 2 14] 

$ttM2 3. 7- -l-^^;V-2-7^JV-8- L^£L2 





mfiE# 2003-3095844 



tfcm. 2002-280137 



97/ 



4 - [7- (2-:/^;v) -2-^nn-l->fJV-6-t^V-6, 7 
-vt K n — l H. — -/V > — 8 — 4 fr] \£s<?Z?>- 1 -lJ)VtfyWL t-^f 

*^>0. 2mli:jSiU W^'^A^n'J KO. 5ml (2. 0 -=E 
;Uvif-;vj.-x;W») t^>^mJK2ml (0. 5Wf7kKa 
7 7>it) Sr*lb^Die>S^L^^0. 3ml£#n£. 5 0° C^T5B#K 

«#u^o u ntit*YV7fr*vw&ifcmmu mmLtzc mm 

iMtt&ft&fcfr? D7F^7^- t:tmt, IMB'ffc'frW 3 . 3 8 m g 

/Co 

MS m/e (ESI) 343 (MH+-CF3COOH) 
[0 2 15] 

«ffll2 4. 7- (2--7'^~;M - 3 -^^^-2-^>v;i/-8- Q£g 
1 - 1 , 7 ^ kp-7°ij >- 6 -d-v h ]} zJk^JgH^ 

Hfc7 0] 



^V7^V7A^n'J KO. 5ml (2. 0 *^^xf^x-f fr&fe 
) tr/^^D'JK2ml (0. 5Wf7liKn7 7>M) 

c^fi^-L7tv#^^fflv^r^»i]2 3 fcraiicjaiL, Slfift^^tl^o 

MS m/e (ESI) 377 (MH+-CF3COOH) 
[0 2 16] 

i*«?.R. 7- (2-r^ -;M -i-*^-2- L2_zi^A±ik) - 

8 - ftf^v'V - 1 -1. 7-7HKa7°r/-6-t> hJLZik 



Mb 6 9] 





mHE# 2003-3095844 



2002-280137 



^-v I 98/ 



[it 7 1] 




7x^f;V7n^OA^n')K0. 5ml (2. 0 ^j.^/wc-x 
WO hv>^^mjK2ml (0. 5*;Vf b7^Kn77>M) Sr&'b 

MS m/e (ESI) 391 (MH+-CF3COOH) 
[0 2 17] 

$M2 6. 7- (2--7"^;M -i-^^;i^-2-7^^;v-8- (bf^ 
^y?>- 1 -^;v) - 1 . Kn-7°') ^-6 h 'J -7;i/^Pi£itm 

Hb7 2] 




4- [7- (2 -T^-^O -2-^DO-l-^f;V-6-t^r7-6, 7 - 
ytKn-lH-7 ,, J>-8-^v] tf^9 1 t 
•^^x;H0mg. 7 f 7 PJ 7 x-;^tX 7 r/ y ■) A 2 m g , "7 i 
-;H'JWf>2 0mg^yt^>0. 2mUCv#|ifL, 8 0 < C^T5B# 

D7h^7 ^-t:t«IU ^115^^4 . 62mg^ 

MS m/e (ESI) 363 (MH+-CF3COOH) 
[0 2 18] 

mmm2 7. 7- (2--?**=.)v) - 1 -y^;v- 2 -y ^ y - 8 - 



ffifE# 2003-3095844 



#M 2002-280137 



^-v: 99/ 



[it7 3] 

4 - [7- (2--7*^^;i^) -2-?nn-l-^fJl/-6-t^V-6, 7- 
l H-y; >- 8 - >f ;v] l t-yf-jv 

xxf^8mg?:2 0 %T ^-^-TtK^O . 2mH:i«IU 8 0tCt5B$ 

leffllilliPo^I-^y?^^^^ 8 2mg& 

MS m/e (ESI) 302 (MH+-CF3COOH) 
[0 2 19] 

7- (2--/^-^ -1-^f;V-2-^f^7^- (8- 

MM 
Mb 7 4] 




4 _ [7 _ (2 - -2-^nn-l-^fjU-6-t J rV-6, 7- 

y*t Kn- 1 h-t 9 '; 8 --f ;v] 1 t-^;v 

x^7^8mg?:4 0%>f;V7r/MlO. 2mll:|SU 8 0tCt5 

&£*&*B^i*j£ift#* f^77^ KTffi»U WSSAt^Ss 6 . 9 5 m g 

MS m/e (ESI) 316 (MH+-CF3COOH) 
[0 2 2 0] 

^jfe^l2 9. 7- (2-^-f--;M - i-X^jl/-2--y^^;VT$y-8- 

ttitE# 2003-3095844 



mm. 2002-280137 



^-v : 100/ 



Mb 7 5] 




0 



4- [7- (2 -2-^nn-l-^f;i/-6-t^V-6, 7- 

yt Kn- i H-7 0l J >- 8 — f ;v] e^^^v- l t 
xXf)l/8mgt4 0%^W5>M»0. 2mlCMU 8 0 e CKX 
5Wmffi&Ltzo Rj£**r«B9U ^fch^/^nftmfciMSU lit/: 
o b ^9 7 -r -KTlMttU StiB'ft'&W 6 . 9 5m 

lH-NMR(CDCl3) 

3 1.82 (t, J=2.4Hz, 3H) 2.83 (s, 3H) 3.02-3.05 (m, 4H) 3.39-3.42 (m, 4H 
) 3.56 (s, 3H) 4.90 (d, J =2. 4Hz, 2H) 
MS m/e (ESI) 330 (MH+-CF3COOH) 
[0 2 2 1] 

IftMliL T7- (2-^-;M - 1 -^JV- fi-**y-8- (fcf^ 
9^>-i-^;i/) -6. 7-?'KKn-iH-7'ry-2-^jV 7^1 at 



4- [7- (2 -7*^ —AO -2-^nn-l-^f;i/-6-t^V-6, 7 
-vtKn-lH-7' 1 J>-8-^;H fcT^v^- 1 t-yf- 
^xXr;H 0 m g * 1 - ^ f ^- 2 - tf n 'J F> 0 . HmlWU ?V 
^y^)V^y~)V Ml 5mg, b V if^7 5 > 5 0 fx 1 SriJtlX-fco 8 



Mb 7 6] 



\/0 




o 

/ \ F il 

— N NH p>f "^OH 



fcBIE# 2003-3095844 



mm 2002-280137 



5> : 101/ 



S4h'J7;vtnSi0. 4 0mli:tlU ii^«:^imKjgil/:o 

n-7h^77^ tcrffi ^ U ate<k^ 7 . 6 0 m g 

MS m/e (ESI) 388(MH+-CF 3 C00H) 
[0 2 2 2] 

^M13 i. f7- (2-~/^-;v) - i- ^f;v-6-t^rV-8- C£g 
^v>-i-^;v) -6. 7-^Ko-i H--7°^>-2--r;vr^yl 

Hk7 7] 




4- [7- (2-7*f--;v) -2-^nn-l->f;l/-6-* + V-6, 7 
-yEFD-lH-y'J>-8-^v] e^^y- l t -y^- 
;vx^t^ 6 m g ^ 1 - ^ f - 2 - 1° n 'J V> 0 . 15mH:?#j»U ^Vv 
yt-T'fJVXAt^ IfI15mg, HJ^^T^ > 5 0 1 £#n;ifco 

8 o°ct3T 1 2m*mwL?z^ m.m-ff^^M^xmBw.^mmhtzo -o 
o mm*7&ffi&-mmm*t u^y^yy^ -KxmwkL, m^t^ 2. 36m 

MS m/e (ESI) 360 (MH+-CF3COOH) 
[0 2 2 3] 

«Effll3 2. TN- 17- (2-y'^-^)V) - l-*^)ls-6--**V-8- 
(tf^vv>- 1 -6. 7-yHKQ-lH-7 , ')>-2-^^l * 



tBfiE# 2003-3095844 



#M2 002-280137 



^-v: 102/ 



[ft 7 8] 

o 




o 




„ IIIEft^ 2 . 0 6 m g £#fc 0 
MS m/e (ESI) 402 (MH+-CF3COOH) 
[0 2 2 4] 

jjiil isJ - i- r?- L2_^Z±^ik) -i-.**-jv-6-**v 

— ft — (tT^^^y-l ->f -fi. 7-^KP-lH-^')>-2-^ 

Mb 7 9] 

o 

'COzMe 

ft^tl 1 . 3 5 m g *#7^o 
MS m/e (ESI) 414(MH+-CF 3 C00H) 
[0 2 2 5] 

mmmzA. risr- T7- (_2_^±^2k) - 2 zuL±Jk= e> -t^v- 8 - 

(tf^7y-/-l-^V) -fi- 7-yHKn-lH --/r/-2-^f^l 2! ± 
[ft 8 0] 

HOOC^N'^N" N N / F 

I 



J±}fiE# 2003-3095844 



2002-280137 



^- v : 103/ 



SU SSBft^ 3 . 1 6 m g 
MS m/e (ESI) 374 (MH+-CF3COOH) 
[0 2 2 6] 

&MM3 5. (R) -1- T7- (2^/±^2k) - 1 - * ■frfl/- fi -*-*V 
-8- f^7y>-l-^k) -6. 7-v£ Kn- 1 H-V^J y-2-4)V 

[ft 8 1] 



ft£^ 0 . 7 4 m g £#*= 0 
MS m/e (ESI) 414 (MH+-CF3COOH) 
[0 2 2 7] 

^MJ3 6. 2- T7- (2--7^^-;M -l-^^^-6-^^rV-8- ( 
1 -6. 7-vt: Kn- l H--7°'J >-2-^;VT^yl 

[ft8 2] 



ffift^ 1 . 2 0 m g 
MS m/e (ESI) 388 (MH+-CF3COOH) 
[0 2 2 8] 

il^l3 7. 2- T7- (2-y^-;M - 1 -^f ;^-6-t^V-8- ( 

1 -6. 7 - v'H Ka - 1 H - 7°') > - 2 - JV7 < y 1 
-2 -^;i/-7°Ptf:fr>B$^;v^.x^;v h ]} ZikJlMlIM^ 





tBiE# 2003-3095844 



#H 2002-280137 



^-v: 104/ 



Wb8 3] 



o 



V 1 !L>- N . 

^"N N N 




MeC^C 

H 

3® U SlBft^ 1 . 1 8 m g 
MS m/e (ESI) 402 (MH+-CF3COOH) 
[0 2 2 9] 

IMii, (_SJ -2- T7- (2-r^-~JV) - 

-8- (\£^Vy-\-4 )V) -6. 7-y^FP-1H--/')>-2-^f;l/ 
[4fc8 4] 

o 




n /- o 

i IT v— n^nh p~>r" oH 

Et0 2 C-^N^N^N ^ F 
H 

it&®2. 3 8mg^|/: 0 
MS m/e (ESI) 402 (MH+-CF3COOH) 
[0 2 3 0] 

3afcfl)l3 9. (S.) -2- T7- (2--7^^;V) - 1 - ;< ^JV- 6 -**V 
-8- (\d^Vy-l-4 )V) -6. 7-ybKP-lH-7 ? ')y-2--f;V 

Mb 8 5] 

o 




H0 2 C^N'' "V N ' F 

H 

aUB-fb^ 0 . 7 6 m g 

MS m/e (ESI) 374 (MH+-CF3COOH) 



tbSE# 2003-3095844 



#0 2002-280137 



^-vl 105/ 



[0 2 3 1] 

s£*fcfl)l4 0. 3- \7- ( 2 )V) - 1 -t^-fr- ( 
bf^^yy- l - -fi. 7-yH Kn — l H — 2 — f;VT$ 71 

[ft 8 6] 



ft£1£j 0 . 8 5 m g £#£ 0 
MS m/e (ESI) 402 (MH+-CF3COOH) 
[0 2 3 2] 

mifcMAl. 7- (2 -2- (2-x>^yxf;V7^y) -1 
-^^;i/-8- (M^yy-i-J )V) -1. 7-yt:KP-^')v-6-t 

[ft 8 7] 



4- [7- (2--T^--;u) -2-^nn-l-^f;v-6-t^V-6, 7 
-y , tKn-iH-7 p 'J>-8-'f;i/] t^7y>-l-.*JV >B£ t-r^- 
;V f 0 m g 1 - ^ f ;V - 2 - f n 'J K > 0 . 15mlCiiU 2- 
^ h ^ryxf;l/7 5 > 2 0 ^ 1 SrJPx./c 0 8 0 ti:t 1 2 R#W8H$Lfc$U Mft 
#X*ljfc§ttltT^il^«»L;fco i©»S*>'J7Wnfti0. 4 0ml 

■7 ^ - fcT**« U ^Iffift^tf 6 . 9 5 m g 
MS m/e (ESI) 374 (MH+-CF3COOH) 
10 2 3 3] 




H 




H 



ffiiE# 2003-3095844 



#11 2002-280137 



^-v! 106/ 



[ft 8 8] 



fco 

MS m/e (ESI) 372 (MH+-CF3COOH) 
[0 2 3 4] 

^WH4 3. 2-^>v;VT5y-7- (2--7^f-~^) - 1 - ;* 8 - 



^>y>rr/ ^xnmn 4 1 1 istfm^s u ^iMt^tf 8 . 4 0 m g 

MS m/e (ESI) 392 (MH+-CF3COOH) 
[0 2 3 5] 

tf^^>- 1 -fi- 7-vfc KP- 1 H-T^) >-2 ->f;H 




[ft 8 9] 




miE# 2003-3095844 



2002-280137 



^-v: 107/ 



Hfc9 0] 




F 



Et0 2 C 



J»7. 4 3mg^o 
MS m/e (ESI) 442 (MH+-CF3COOH) 
[0 2 3 6] 

$1«4S. 2- (N-^>y;v^f;v7$/) -7- (2-T^;v) -1 
[ft9 1] 



. 3 8 m g £#fc 0 
MS m/e (ESI) 406 (MH+-CF3COOH) 
[0 2 3 7] 

^#114 6. 7- (2 - ~7^-;V) -2- (4-»nn^>y>7^) -1 

8 - (\£^yy- 1 - 1 . 7-ynKn-7r/-6-t 

[ft 9 2] 





OH 



HifE# 2003-3095844 



!Wm 2002-280137 



^-v: 108/ 



. 8 4 m g *%tZo 
MS m/e (ESI) 426 (MH+-CF3COOH) 
[0 2 3 8] 

mMM47. 7- (2--7**-)V) -2- (4-^^ry^>v>7^ ) - 
1-^;u-8- 1 -1. 7-v'bKn-7''J>-6- 

Mb 9 3] 



3 . 7 7 m g £#fc 0 
MS m/e (ESI) 422 (MH+-CF3COOH) 
[0 2 3 9] 

mmM4 8. 7- (2--r^~;v) -i-^;v- 2- (2 --^-^j^v 

T<y) -8- (e^v^>-- 1 -1- 7-^HKn-^)>-6-t 

[ft 9 4] 



7x^f;V7^ >£ffi^T|lili®l4 1 tl^fClilL, ^IBffc^t/2. 70m 
g £#£0 

MS m/e (ESI) 406 (MH+-CF3COOH) 
[0 2 4 0] 

gMU9. 7- (2--7*^;v) -i-^;v-2- TN- (2-7j.-ji/ 
^^;vr^y1 - 8- (fcf^y >- 1 --^ ;i/) -1. 7-5?*: Rn- 





ffiliE# 2003-3095844 



#H 2002-280137 



109/ 



[fls9 5] 




OH 



2 . 1 7 m g SrWfco 
MS m/e (ESI) 420 (MH+-CF3COOH) 
[0 2 4 1] 

mmmso. 1- [7- (2 )v) - 1 -**)i'-6-**v-&- ( 

fcf^v^V- 1 -6. 7 -v'Vi Kn- 1 H--7°^ ^- 2 tf^J 

Ut9 6] 



-^3^>i^^;Vi*x;V£ffl^T^M#!l4 1 fclSM&fc&SU SSUBft^ 2 
. 9 3 m g =H#fc 0 
MS m/e (ESI) 442 (MH+-CF3COOH) 
[0 2 4 2] 

ggM15 1. 7- (2--7^-;M -i-^^-g- (^7y>-l-^f 

; v) - 2 - (fcT'j v>-2 -^r;v^^;^T$ y) -1. 7 kp-^') >- 




C0 2 Et 



tlilE# 2003-3095844 



#SS 2002-280137 



^-v : 110/ 



Hfc9 7] 




/ \ F -A 
■N NH "OH 

\ / F I 



O 



6 2 m g fcftfco 
MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 2 4 3] 

mffiM5 2. 1 — T 7 — (2 --7*^~;l/) - 1 -^jy- 6-^^7-8- ( 

v > - 2 - # ym ^± )v^^"r)v hi)7)\s* ammm. 

Ut9 8] 



kf^mj >^f-;v^^x;v^fflv^r^W!i4 l tlw^^SU ^IMk^O 
. 9 7mg£t#fco 
MS m/e (ESI) 442 (MH+-CF3COOH) 
[0 2 4 4] 

mmrnsz. (_SJ -1- T7- (2--7'^;v) - 1 6 -**v 

-8- (e^v^'>-i-^;M -6. 7-vti Kn- 1 h--7°^ >-2-^;u 
1 tfn')v?>-2-^ jkJj>jgg LLL2 ;^p»^ 
[<t9 9] 





"'COOH 



ttllE^F 2003-3095844 



mm 2002-280137 



^-v : 111/ 



^4. 0 7mgW: o 
MS m/e (ESI) 400 (MH+-CF3COOH) 
[0 2 4 51 

^jfegjl R 4 . 7 - ( 2 - 2 -vxf jl/7 3 / - 1 - * ±jk= 8 - 

(\*s* s 7 , jy- 1 ->f;v) - 1 . 7 -v^ kp-v' 1 ) ^- 6 -^-> LJUZJki: 
[fti 0 0] 



^ V Vn^nh F f ^ X oh 

^Sj^N N / F 



N 

yxf;V7 5 >*JBv»T*ifc0l4 1 tra&KJMU HSB^k^ 2 . 24mg^ 

MS m/e (ESI) 358 (MH+-CF3COOH) 
[0 2 4 6] 

iMjii, 7- (2--7^^;v) - 2- (n-j^ji^^ vt^ 7) - 1 - 

v^- 1 -1. 7-yt:KP-^)>-6-j-v 

[ft 1 0 1 ] 

y y ,>> n nh ^-oh 

I 

N-^)\s*?-)VT$y*m^i:mMm4: 1 fcRiaifc&su ^t5ft^tJ3. 2 

7mg» 0 

MS m/e (ESI) 344 (MH+-CF3COOH) 
[0 2 4 7] 

fiW5 6. CEJ -1- T7- (2-r^~;M - i- ^;v-6-t^v 

-8- (^7y>-l-^^ -6- 7-ybKn-1H-7°')>-2-^JV 



ffi!E# 2003-3095844 



#15 2002-280137 



^-v! 112/ 



1 ^<2Ul^zA^zAJkM>M^±Jk^z2i±Jk LlLZ2k±PglMj& 
[Itl0 2] 



(r) - -^3^>^oi^;VJ^x;v£ffi^T^MM4 1 £|lp|f Ki^SU ^IB 
0 . 8 7 m g £#fco 
MS m/e (ESI) 442 (MH+-CF3COOH) 
[0 2 4 8] 

*ttfiOS7. CSJ -1- T 7- (2--7^^;v) -i-p(^;l,-6-^^V 
-8- (bf^-yy- 1 -WJV) -6. 7-y^Kn-lH-yj y-2-^^ 

Hfci 0 3] 



tt&m 2. 9 4 m g &#£o 
MS m/e (ESI) 442 (MH+-CF3COOH) 
[0 2 4 9] 

«K.ffll5 8. fN- T7- (2-^-;V) - 1 -^f;l/-6-t^rV-8- 
(bf^^ v>- 1 ->f As) -6- 7-ybKP-lH--/'J>-2-^;Ul ^ ^ 




OH 



C0 2 Et 




CQ 2 Et 



ffiiE# 2003-3095844 



#©I 2002-280137 



<^-v ! 113/ 



litl 0 4] 




. 0 0mgl#/;o 
MS m/e (ESI) 355 (MH+-CF3COOH) 
[0 2 5 0] 

$M5 9. 7- (2 --7^^;M -2->fV^n^7^- l-^f^- 
8- (\£^z/>- 1 -1. 7-yHKn-^')>-6-tV mjt 

[4fcl 0 5] 

I 1 II />— N NH F^/^QH 
H 

4- [7- (2 - 2-^nn-i-^fjV-6-t^y-6, 7 

ntf;VT5 > 5 0^1 £inx.fco 6 0 TJKT 5B#K«#Lfc&, 
#ttTRJSffi*aMSL/io 5$at£ h 'J7HnftSl0. 4 0ml K»#U 

U Mffilt^tJ 2 . 2 8 m g ZWfZo 
MS m/e (ESI) 344 (MH+-CF3COOH) 
[0 2 5 1] 

$i«l6 0. 7- (2-7^-;v) -i-^^;v-8- (fcf^vv-1-^ 

jk) - 2- QLli '> J >-2 -4)VT< y) -1. 7-Vl;KP-7 , ')^-6-t 



mSE# 2003-3095844 



#11 2002-280137 



^-v: 114/ 



Hb 1 0 6 ] 



o 



o 



— N 




f F 



OH 



H 



4- [7- (2 -2-^nu-i-^f;V-6-t*V-6, 7 

->'t Kn- l H-7"U 8-^;W] ^7y^-l-*^**>l t—~7*f- 
;VxX7;Hmg^l-^f^-2-t 8 niJ K>0. 1 5mM:?|f U 2-T 
?yh°'J v> 5 0// 1 *j)nx./Co 110TCi:tl 2 HfM^l-T^lL Sit#^£ 

CTii U ^IMb^H 0 . 1 0 m g &#*r 0 
MS m/e (ESI) 379 (MH+-CF3COOH) 
[0 2 5 2] 

mmm6i. 7- (2--/^~>>u) - 1 2 -7^-frT< 1 - 8 - 

(^7V>-1 — f;v) -1- 7-yHKn-7 > ')>-6-t> b !i 2Jk± 

[ftl0 7] 



4- [7- (2-"7'f--;V) -2-^DO-l-^fjV-6-t^rV-6, 7 

-^nFn-iH-7 p, J>-8-'f;v] v>- l t-f-f- 
;i/x^f;V6mg^l-^f^-2-lin'J K>0. 1 5 m I K'Mffl U T-U 
> 1 0 0 [x 1 *1)]\ktZo 1 1 0°CKT 1 2H#fm«L/i^ Miitf* £Pfc§f>Ht 
TRS^MLfco £tf>3^£ h Vy^*v%m0. 4 0ml K&fll U 

u mmt&wj 3 . 2 3 m g *mzo 

MS m/e (ESI) 378 (MH+-CF3COOH) 
[0 2 5 3] 




H 



ffi!E# 2003-3095844 



#H 2002-280137 



^-v: 115/ 



mmm6 2. 1- [7- (2-f^-^)v) - 1 -^;w-6 -a-^y- 8- ( 

[ft 1 0 8 ] 



4- [7- {2-ff-=-)V) -2-^DD-l-^fJl/-6-t^rV-6, 7 
-v^t: Kn- l H-y" 1 ; >- 8 ->f v>- 1 -#;w^>^ t -y*?- 

;vxxf;i'6mgH-^f;v-2-t t Di)Kvo. i5mii:S»fU 
f >fxf;vx^r^2 0 a* 1 Srinx.feo 8 0°C^T1 2 Bf TO^Lfc^ Mft 
#*£i>fc£ffr*tTJ^££^L;teo iOM^i^/-^0. 2 0 m K 5N 
-TK^ft"^ > y * AtK^ 0 . 2 0ml Lfco a^l'T 5 SffWLf:f 

0ml fc&#U a*#**ifc#fmTifc»Lfco SiaESrmffl^WaSCfr^n^ 
>^77^-CtiSU HfSft^l. 9 2mgm, 
MS m/e (ESI) 414 (MH+-CF3COOH) 
[0 2 5 4] 

Hfl ft fll 6 3 . OBJ -1- T7 - -1 -j^jy-fi-d-jpy 

-8- 1 ->f jV) -6. 7-y^Kn-lH-7 , ')>-2-^;V 

[ft 1 0 9 ] 



^CO z H 

4- [7- (2 - 2-^00-1-^^-6-^-^7-6, 7 

-v^n Kn- 1 H-y; >-8 — r;v] ^^^v-i-*^**^ t-Tf- 




"OH 




ttifiE# 2003-3095844 



#0 2002-280137 



^-v: 116/ 



^x^7^6mg*l->f^-2-tfo 1 JK>0. 15mlCiiU D-7° 
n'j>^f;i/xxt;v iaHill 5mg, b V ^-f-^T 5 > 5 0 // 1 *inx.^o 

/-;V0. 20ml, 5N-7kSHb?- h U 0. 20mli: 

4 2 m g «rWfe 0 

MS m/e (ESI) 400 (MH+-CF3COOH) 
[0 2 5 5] 

j£M!64. 2- T7- f2--7*^;y) - 1 - ^ •?•;!/- 6 - ± * V - 8 - ( 
yn Mir >m LlLUkA. nifelt 

1 0] 




H 

IMb^t; 1 . 1 2 m g *»;fco 
MS m/e (ESI) 374(MH+-CF 3 C00H) 
[0 2 5 6] 

^M16 5. 7- (2 --7*^-;M -i-^;v-8- (*f^9^>-l-4 
2k) -2- (bf';y>-2 -^;i/^^;v^-^r'» - 1 . 7-yE kd--/') >- 

[ftlll] 




OH 



fctifE# 2003-3095844 



2002-280137 



t-i? : 117/ 



4 _ [ 7 _ (2 - -2-^nn-l-^fJV-6-t^V-6, 7 

-^tFn-lH-^J>-8-^v] ^7y>-l-*H*>i t-^ 
;vx^ f;V6mg*l-^f^-2-t?D'JK>0. 15ml Kigfl? U fc? 'J v 
y _2-/fw^;-;V2 5/i K 7K^*t" h ] J * A 5 m g SriDx-fco Ifi^t 

5 B#f B m#L^> mm^* ^^i#tttMtiii^ 0 credit £ h 7 
f^7^ -izxmmL, fiiMb-a-^o . 5 8 m g £#7^ 0 

MS m/e (ESI) 394 (MH+-CF3COOH) 
[0 2 5 7] 

&nfsme>e>. 7- (2-7^^;v) -2 -^v^p^y-i-^^-8- 
Hfcl 1 2] 



4 - [7- (2-"/f-— -2-^nn-l-^f;V-6-t^V-6, 7 
-^Kn-lH-7 ,, ;>-8-'f;v] fcf-^v^- 1 -*^#>afe t-rf- 
^f^6mg4l-^f^-2-kfn'JK>0. 15mli:^U ^VT 9 
d/nV 0 . 1 0 m K 7jc|Ht^ F'JfASmg fcinfcfco Ifitt 5 Rf F« 

, ^r«yBSr«ilSL7to > U 7^nil0. 40ml Kig#U 

IIIMl:^ 2 . 6 8 m g &*#fco 
MS m/e (ESI) 345 (MH+-CF3COOH) 
[0 2 5 8] 

sS-ffifill 6 7 . 7- (2--7^-;V) -2- (2-7'f-;^^v) -l-^f- 
J1/-8- (g/^v^-l->ni^ -1. 7-ybKn-7°')>-6- t> — L 




mKE# 2003-3095844 



#02002-280137 



118/ 



lit l 1 3] 




4 Omg^o 

MS m/e (ESI) 355 (MH+-CF3COOH) 
[0 2 5 9] 

3rfrfc.ff)l6 8. T7- f2--7^-;u) -i -^•f-;w-6-^^v-8- (fcf^ 

vv>-l-^^) -6. 7-^Kn-lH-^)>-2-^^ )V7 7-;i/ 



4- [7- (2--7^-;V) -2-^nn-l-^f;V-6-t^V-6, 7 
-yt K n — l H — 7" 'J > — 8 — -OV] 1 — #>M*Vfl| t-T'f 

;l/x^r;V6mg^l-^f^-2-tfn'J K>0. 1 5mH:if U 

7^0 ^$|Jt&MiU h U 7^*nftflft0. 4 0ml fc»#U &MtT* 

SIIB'f&frtt 4 . 8 3 m g £#£0 
MS m/e (ESI) 391 (MH+-CF3COOH) 
[0 2 6 0] 

gMil 2- f7- (2--7^~;i0 -i-^;v-6-:fr*y-8- ( 

- - 7 - y t: Kn - 1 H--/') >- 2 JVXjV77 




tfcliE# 2003-3095844 



#0 2002-280137 



i—if: 119/ 



[iHl 1 5) 



.o 



O 




NH HO 



O 



2 -*)Vi]-fY 7u\£*yj$L3- s f-frx-?*Tn'*J&^X&MW§ 8 £EM&lw#Lgi 
I, Hffifl^tU. 3 0mgWc o 
MS m/e (ESI) 419(MH+-CF 3 C00H) 
[0 2 6 1] 

^MI7 0. 3- T7- (2--7»^~;l/) - 1 -^ ;i/-6-a-*y-8- ( 
tf^^^y- i ->fjv) - ft . 7-^bKP-iH--/')>-2 -^;^;W7 

Hfcl 1 6] 



3 - ^ 7° h 7'u t't >f xf ;l/x^ f ^^rffiv^tHiM 6 8 tW\W.^M 
U IRSB-fk^ 3 . 7 5 m g 
MS m/e (ESI) 419(MH+-CF 3 C00H) 
[0 2 6 2] 

^ffiM7 1. 7- (2--7*f-~)\/) -2-xf;^jl/7 7-;V -l-^f^- 
8- l ->f Jl0 - 1 . 7 -yn Kn--7° 1 J 6 -*> hJLZ 

mi 1 7] 



x.*Zs?-y!r~)V*m^xmMm§ 8 tl^flCtelL, tUBft^t/ 4 . 70mg 



o 





miE# 2003-3095844 



mU 2002-280137 



^— s>: 120/ 



MS m/e (ESI) 347 (MH+-CF3COOH) 
[0 2 6 3] 

3£feft0H7 2. 7- (2--7'^--;i/) -2- (2-l^FnJryxf^jV77^ 

;]/ ) ^■^jy-a- 1 -1. 7-ynKP-7"'J> 

-6-*> hjrzikJiHglMia 
[fti 1 8] 



. 5 7mg£?#£ 0 
MS m/e (ESI) 363 (MH+-CF3COOH) 
[0 2 6 4] 

«E#!I7 3. 7- (2--7^_;M - i -*?-jv-8- (e^^y>-l-^ 
2k) -2- (bT'j^>-2->f ;vx;V7t^^) - i. 7-yn Ka-f')>- 



6 6 m g *'&fZo 
MS m/e (ESI) 396 (MH+-CF3COOH) 
[0 2 6 5] 

gfWi]7 4. 7- (2 -^-jy) - 1 -^^;v-2-^f;i /x;i/7 7^^- 

8- (e^^>-i--QM -i. 7-ynKP-yi>-6-^> h_LL2 



HO 





OH 



2003-3095844 



mm 2002-280137 



121/ 



[It 1 2 0] 




F 



*?-)i'*)Vij-7?y (30%, ^^y-^mw zm^xmrnwe 8 tmm- 

%m U ^fMb^tl 4 . 0 8 m g *»^o 
MS m/e (ESI) 333 (MH+-CF3COOH) 
[0 2 6 6] 

gjiLLL 7- (2-7*^~jv) -2-y»nAjpyji/x;i/77^;v-i- 

mi 21] 



1 3 m g £#fc 0 

MS ra/e (ESI) 401 (MH+-CF3COOH) 
[0 2 6 7] 

^WH7 6. 7- (2--7*=-)V) -2- /7^0^^77^-1-^ 
^ ;v _ 8 - (^7y>-1-^V) -1- 7-yKKn-7-')y-6-t> 

[flSl 2 2] 



4 _ [ 7 _ (2 - -2-^nn-l-^f;v-6-t^V-6, 7 

;Vi^f;v6mg^l-^f^-2-t:D') K>0. 15mli:»#fU 7°n^ 



n xxj 




OH 




ttifE# 2003-3095844 



mm 2002-280137 



^-v: 122/ 



. 56mg &#fc 0 
MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 2 6 8] 

iMLL 2-t--/»^A/7T^^-7- (2--7^^;i/) -1-^f- 
;y- 8 _ (e^^y^- 1 -1- 7-y'H KP-^) >-6-*> L 

lit 12 3] 



k&s l> mmik&m 2 . 5 8 m g 

MS m/e (ESI) 375(MH+-CF 3 C00H) 
[0 2 6 9] 

3IM17 8. 7- (2-^-;v) -2-^;v^-7°h- 1 -^^;i/-8- (tf 

Mia 
Mbi 2 4] 



«fiffll7 9. T7- (2--7'^^;V) - (tf^ 
vS?>-l-^;M -6. 7-ynKP-lH-^>-2-^f^77^ 
1 WfeBf h 'J Zik±PHM^ 





o 

F H 
NH ^OH 

F 



miE# 2003-3095844 



#JM 2002-280137 



^-v: 123/ 



[it I 2 5] 



Ho 2 cr s 




4- [7- (2 -f^- =.)V) -2-^on-l-^f;v-6-t4V-6, 7 
-yt fu- l H-7°U >- 8 ->f ;v] ?y>-l-* >^ t-^f- 
;Vx^f^6mg^N-^f;Hfnij KVO. 15mll:iHU ;v # 7" h S£ 

Sr^tLfco i«^x^;-;VO. 20ml, 5 N-TKSMfcf" h V * 
AtK^O. 2 0ml £»JSLfco lSt:t«I#Lf:t, Mittf* fcPfc^tt 
ttTRJfcifc&SftSiLfco b V 7;i/ta^fO. 4 0ml Ki##FU M 

»U 7- (2-^~;v) -2-^JV*7 p h-l-^f;i'-8- (^5y^ 
-l->f;v)-l, 7-vH Kn-^'J >-6-^"> b V of£g|:8i [MS 

m/e (ESI)319(MH+-CF 3 C00H)] £ 0 . 9 6 m g . [7- (2 - r^-flO - 1 - 

6 -t^SrV- 8 - (tT^7 v>- 1 --f^V) -6, 
- 7V > - 2 - -T ;i/7 7 lf*Bfc hU7 nfWft [MS m/e (ESI) 37 
7(MH+-CF 3 C00H)] £ 0 . 6 1m g»fc„ 

[0 2 7 0] 

itl8Q. 7- (2--7^~jI/) -2-x^>^;V7^;i/-l-^f;V- 
8- (\£U*J>- 1 -4 )V) -1. 7 -yt: Kn--7°iJ fi hJjJZ 

Mtl 2 6] 



4- [7- (2 - y^-— ;v) -2-^nn-i-^f;v-6-t^V-6, 7 




ffiSE# 2003-3095844 



Sftm 2002-280137 



^-v: 124/ 



-yt Kn- i H--/ 1 ; y- 8 \£^? v~y-i-n >B£ t-y^- 

/wc*'7-/l/6mgfc 1 2 - fc°n V K>0. 1 5m 1 tCj#$?U > 

ft-;i/2 0/< 1, JfcBWM; -7 A 6mg£2JD;^ MUKX 5B#HWLfc 0 KJfc 

L£ c i(O»v^nn^>0. 3 0mH:iiU - 7 8 < CC^*P Lfco 

£-%3. 2 lmg*#f: 0 
MS m/e (ESI) 363 (MH+-CF3COOH) 
[0 2 7 1] 

gW18i. 7- (2-7'^~;i/) - 2 -j-^ 1 -*^)V- 8 

- (kf^^ v>- 1 -1. 7-vHKn--/')>-6-t> MJ ~7;i/ 

Ut 1 2 7 ] 



4- [7- (2 -T^-—^) -2-^nn-l-^f;v-6-t^V-6, 7- 

yt Kn- 1 h-7" 1 ; y- 8 -^f;v] 1 t-y^fr 

x^f^6mg^ 1 2 -tfn 'j K>0. 15ml KigJBU 

\zmumAkTy^~^^imwL*nz-, si^j-^wc-cttmu tn^iii 

1 5 frnn L?z 0 Kfcm^wmmi- v v ■? ai^dtk^^ in*., v * n n ^ ? > 
7t 0 ^s*«w»7n7 h y j-izxmmL^ mmit&w 1.19 




mtiE# 2003-3095844 



mm 2002-280137 



^-s?: 125/ 



m g ^l#/:o 

MS m/e (ESI) 379 (MH+-CF3COOH) 
[0 2 7 2] 

gMI8 2. 7- (2--7^-;v) -2->77-1-^f;V-8- (fcf^ 
Hfcl 2 8] 



4- [7- (2-rf--;v) -2-^nn-l-^f;V-6-^^fV-6, 7 
-v ? tKn-lH-'/V>-8-'f;V] li^vvV-l-*^! t —7?- 
;l/x^f;V8mg^N-^f JVt'n'J F>0. 2mlC}ISL, '>7>ftt> 1 J 
-)A10mg ^UD£, 5 0 'CKT 1 B#P*1}f# Ltz a KfcWLKfrZmz-, 

jvizxm&vfzo m®mzw&&u 4- [7- - 2 - v r y - 

1 6 - t^rV - 6 , 7-yHFD-lH-^'J>-8-^V] 

- KXn U ^Ifi^tJ 4 . 1 2 m g £#£o 
MS m/e (ESI) 312 (MH+-CF3COOH) 

[0 2 7 31 

$ifflS3. 7- (2-7*^-^) - i 6 - (tf^v 

i^>-l-^;v) -6. Kp - 1 H-^ 1 ) >-2 - ^r;i/^f ^ K 

a) 4 -[7- (2 -y^-jv) -2-*;w^-f;i'-i-^f;v-6-t^v 

- 6 , 7-vtFD-lH-7''J>-8-^JV] v > - 1 - iJ frtf 

Ut 1 2 9 ] 





ffiliE# 2003-3095844 



mm. 2002-280137 



^-v: 126/ 



4-[7- (2--7'^-;V) -2-^nn-l-^f^-6-t^V-6, 7- 
->'tKn-iH-'/'Jv-8-'f;i'] tf^i^- l t-y^Jis 

AlOOmg ^*P^> 50"Ci:tO. 5 H#|BJ*#Lfco Rj£?£^7fc£ JDx., gf& 
-x^-iWCTUIlffiLfco U 4-[7- (2 - T'^-fl') -2-y7 

/- l-*<f-fr-6-**V-6, 7-v£ Kn- 1 H-7*V >-8--T;V]e 

t-WiXrJH7 0mgl:#fio .T<7)&<7)9 
8mg^7f7tFn77>3mK ^;-^2mU:liU 2 0%7>^ 
-TtRv#^0. 5m U 3 0%mm.ftfrm*0. 5ml£*nx.> mi&KT*&£* 

lH-NMR(CDCl3) 

* 1.49 (s, 9H) 1.83 (t, J=1.2Hz, 3H) 3.42-3.49 (m, 4H) 3.58-3.65 (m, 4 
H) 3.95 (s, 3H) 5.01 (d, J=2.4Hz, 2H) 5.54 (br, 1H) 7.61 (br, 1H) 
[0 2 7 4] 

b) 7- (2 — - i 6 -t*V- 8 - (Vf^v^-l- 
-f;V) -6, 7 - yt Ktt- 1 H-yV >- 2 -iJ)V^^^ K 
[ftl3 0] 



4 -[7- (2-7*^-;W - 2 -^;w^-f;v- l 6 -t^v- 6 
, 7 - ^t KD - 1 H-7''J > - 8 - ^^] t:^7y > - 1 - t- 
7f;Vx^f;W 7m g£ b 'J 7^nftSim H:»IU liL/io 

(5 : 1) fcffi^HJ^SM&ffrfrflM 9mg*r»fc 0 
lH-NMR(CDCl3) 



0 




mU<W 2003-3095844 



mm 2002-280137 



^-v! 127/ 



d 1.83 (t, J=2.4Hz, 3H) 3.05-3.07 (m, 4H) 3.45-3.48 (m, 4H) 3.94 (s, 3 



[0 2 7 5] 

mmm*4. 7- (2--r^~;v) - 2-* 1 (e 

1 - 1 . 7-ynKn-/r/-6-^'/ h22JZiL£PjfeM 

Mb 1 3 1 ] 



[0 2 7 6] 

3£fefcflll8 5. 7- (2--r^;V) -1-^^-8- (^vv^-l-^ 
;l/)-l. 7-ybKn^')V-6-t> V ') 7;v^nfffeBfeJ^ 
Ifbl3 2] 



4 -[7- (2 --7^— ;v) - 2 -5&;w^^;i/- 1 6 — *-*v- 6 

, 7-yt Ko- 1 H-yj >- 8-W;v] tf^9 v>- 1 -iJfrtfvWL t- 

2mU:if|U 2 N-tKM^ b 'JfA 0. 0 5ml^Dx., 5 0 t'T 2 

h ^5 7 -i:ttt»L, 7- (2 -T^-flO -2 
-#;i/***->- 1 -^;v-8- (t^7y>-l-^^) -1, 7-vtFn 
y y > - 6 - * > b'J7 nff$£&[MS m/e (ESI) 331 (MH+-CF3COOH) ] 0 . 
4 4mg. 7- (2-7^— fr) - 1 -^-^V- 8 - (tT^9 v>- 1 -"f JV) 
- 1 , 7-vti Kn^'J >- 6 — f'J7 nf^gfejfi[lH-NMR(CDCl3) <5 1 

.81 (t, J=2.4Hz, 3H) 3.54 (br, 4H) 3.63 (s, 3H) 3.83 (br, 4H) 5.02 (s, 2 
H) 8.20 (s, 1H) ;MSm/e (ESI) 287 (MH+-CF3COOH) ] 6 . 4mgW; 0 



H) 4.98 (s, 2H) 5.57 (br, 1H) 7.65 (br, 1H) 





tB|E# 2003-3095844 



&m 2002-280137 



^-v: 128/ 



[0 2 7 7] 

mmm&e. i- (2--^f-=-)v) -2-* f^v - 1 -(2 -y j^-^^ 

a) 2, 2-y7f-^7'ntft>t [7-^>v ? ;v-2, 6-vt^fV-l- 
(2-7x-;Vxf;v)- l , 2, 6, 7-rf5HKo^>-3-^v] >f 

[4b 1 3 3 ] 



2, 2 -v^f-;V7°n tf^VSt [7-^>v^-2, 6-v*^V-l, 2 
, 6, 7 -7 s ; h 7t Kn^'J y-Z -4 ;v] ^f;i/x^r;u5 0 0ing> 2-"7*n 
^x^;l/^>«*r v 0. 3 8mK i7X»V 7A 3 9 Omgs N, N-v*^ 
7 5 K 5 m 1 Ol^ft* 5 0 tOM* 2 B#HJnSMi^L/io 50£f&£ 
lixfjK TK-elftWU S&fn^i&zfci&vN ^TK^m^^^v^ 

Omg fctffco 
lH-NMR(CDCl 3 ) 

5 1.19 (s, 9H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.48 (s, 2H) 6.11 (s 
, 2H) 7.17-7.40 (m, 10H) 7.54 (s, 1H) 
[0 2 7 8] 

b) 2, 2 fr-fu \£*>m [7- (2-y^-;v) -8-^nn- 

2, 6-yt^V-l- (2-7x-^xf;v) - l, 2, 6, 7-f f7t K 




Hi!E# 2003-3095844 



#0 2002-280137 



^-v I 129/ 



[ftl 3 4] 




2, [7-^<>v;i/-2, 1 -(2 

-7x^;i/xf;v)-l, 2, 6, 7-fh7t: 

x^f;V5 4 0mg, 1 0%^7y-)^l5 Omg, Hf8m 1 <DM.^^M 

^x-TKm^m^T—mmwtfzo kjbmz ?>m Liz&tf&mm u ^4iom 

iO^tM^ l-^n*-2-^>0. 15ml, i^R*'JfA3 0 0 
mg , N , N-^^WM7U*5ml «>i&fr4fr StM"? 2 R#K*# Lfco 

ico^^^i, N-^no3A^m^ K180mg, N, N- vVf^^^A 

CAtX^O. 5mifcin*.fc&, h^^k Tjc-ejftwu £ 

^V^fcj&JIftLTlKIBft^S 8 Omg^e 
iH-NMRCCDCls) 

5 1.21 (s, 9H) 1.83 (t, J=2Hz, 3H) 2.92-2.98 (m, 2H) 4.19-4.25 (m. 2H) 
5.11 (q, J=2Hz, 2H) 6.05 (s, 2H) 7.18-7.32 (m, 5H) 
[0 2 7 9] 

c) 4- [7- (2-^-;V) -2, 6 -v^^rV - 1 - (2-7x-^i 
-2, 3, 6, 7-7h7tKD-lH-y i r/-8-'f^] 

- 1 - #/uaK>S£ t-7"fjvx^t;v 



tBfiE# 2003-3095844 



#112 002-280137 



"*-s>: 130/ 



[it 1 3 5 ] 

CX^-m^^n" /— \ .0 

H N 

2, 2-^f^ne*>K [7- (2-7^~;W -8-*nn-2, 6 
_, Jt ^y-i- ( 2 -7x^)Vxf;H -1, 2, 6, 7 -f- h 9 Kn -/y 
y _3_^ ;V ] ^f;vx^f;V3 8 0mg, t?^7V > - 1 - *^*'>t t- 
/f^T^M 6 Omg, N-^-^eni; 0 . 5ml Ol^fe* 1 5 0 

^i^i 5$Mraffc«#L;fco KJ&iltft* 1 ^^^ Tfc-e^mu ^r«ffi**. 

$tx^-;v/^3-9-> (1/1) KiWMU WyV*^v*ILt?.3i, i^m 
i^/^-9-> (1/1) TMfcv^ ^>$u ifc?££*fc-*"C#ESft«iU Bt5 
7 Omg^#f:o 

iO^^S. f>91iKn75>5ml, j* * / -;V 2 . 5ml O^tf^Tk 
fSHt^ f'j7A33mg *in^L> £*"C 3 0 1 Ntt 1 m 

1 &irax.rt:fe, Stsm^'K TKT'ttffiU #|SWB*;to5fe, fS»AO*-C*v^ & 

«E*atU «I3^®3 5 OragWco 

lH-NMR(CDCl3) 

d 1.50 (s, 9H) 1.85 (t, J=2Hz, 3H) 2.91-2.98 (m, 2H) 3.37 (br.s, 4H) 3. 
56-3.62 (m, 4H) 4.15-4.22 (m, 2H) 4.87 (q, J=2Hz, 2H) 7.18-7.35 (m, 5H) 
[0 2 8 0] 

d) 4 _ [ 7 _ (2 -~r^-~)V) -2-^nn-6-t^V-l- (2-7i 
- ; v^^;v) -6, 7-vt: Kn- l >-8--f;v] 

Utl 3 6] 

4 _ [ 7 - (2-^f--^) -2, 6-v^^V-l- (2-7x-;Vxf;V) 



ffifiE# 2003-3095844 



#0 2002-280137 



^-v: 131/ 



-2, 3, 6, 7 - f h 7 t Kn - 1 H-y; > - 8 ->f tf^v^-l- 
J^^Bfe t-Wi^fJV2 9 0mg, t J pytjt'J>4mlOM* 
1 2 Orofft^SNF^inl^^tTto Rj£i££MJKI*§U »f f7H K 
D77>5mll:iSUo t-yW*-^-l«2 5 0mg 

, I^Rm7X^^" f'J-) A7Xv§?^ lOmK rh7kFn77>10ml <DU& 
?K^Tt%WL^ hMTL fz<> m.MX'4 ftmKfcLfz^ WfM^^X 

mLtz 0 mm* 3 0-5 o%sm^^/^^>^> l >>#^^^* n ^ 

££.l&v^ ^v>-C5 0- 1 0 0 % ;* ^ y* — ^/tK^^B *7A^nv 
h ^7 "7 ^fMt^% 6 0 m g £t#*io 

lH-NMR(CDCl3) 

a 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.10-3.16 (m, 2H) 3.40-3.46 (m, 2H) 
3.57-3.63 (m, 4H) 4.42-4.49 (m, 4H) 4.94 (q, J=2Hz, 2H) 7.21-7.34 (m, 5H 

) 

[0 2 8 1] 

e) 7- (2-7^-~;W -2-^ h^y-l-(2-7x-;Vxf;V)-8-( 
1 - i )V)- 1 , 7-vtKnyj>-6-t> mBM. 

{it 1 3 7 ] 



4- [7- (2-7^-;W - 2-^nD-6-t^7-l - (2-7x-jl/x 
-6, 7-ytFn-lH-7° 1 J>'-8-'f;v] v >- 1 - # ^ 

>M t-7fraf;V7mg, >^/-^0. 5m 1 (D^^Ki^miti- Y 
(6 0%?«) 1 Omg^iD^ MUX2 0frMWLfz o K&m^kilm 

'J7^ntf0. 5m 1 £^£^^3 Q ftmWLtzm&MLfZo ^2 0 
-8 0%^ ^y-^/TK^-e^B^^A^n^h^^y^-^iai^v^ mUit 




mSE# 2003-3095844 



#M 2002-280137 



^-v: 132/ 



lH-NMR(DMS0-d6) 

a 1.80 (br.s, 3H) 2.85 (t, J=7Hz, 2H) 3.28 (br.s, 4H) 3.48-3.54 (m, 4H) 
3.83 (s, 3H) 4.15 (t, J=7Hz, 2H) 4.97 (br.s, 2H) 7.16-7.24 (m, 3H) 7.29 
(t, J=8Hz, 2H) 9.08 (br.s, 2H) 
[0 2 8 2] 

MMM&JL 7- (2-f^-~)V) - 2 -J. F^y - 1 -(2 -7x-;l/xf 
;v)-8-(lf^-7y>- 1 1 . 7-vt:Kn7°'J>-6-t> isM 

Mbl 3 8] 



;-)\>*m^X%1km% 6 e) fcRItSHc^Lfco 
!H-NMR(DMS0-d6) 

8 1.28 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.86 (t, J=7Hz, 2H) 3.27 (br.s, 4H) 
3.46-3.53 (m, 4H) 4.15 (t, J=7Hz, 2H) 4.25 (q, J=7Hz, 2H) 4.97 (s, 2H) 7 
.17 (d, J=7Hz, 2H) 7.22 (t, J=7Hz, 1H) 7.29 (t, J=7Hz, 2H) 9.04 (br.s, 2 
H) 

[0 2 8 3] 

^#1188. f7- (2--7^-;V) -6-t^rV-l - (2-7x^;Vxf 
jk) -8- (\£s<7V>-l-4)V) -6. 7-ybKa-lH-y)>-2- 

Ut 1 3 9 ] 



lH-NMR(DMS0-d6) 





aj|E# 2003-3095844 



#SI 2002-280137 



^-v : 133/ 



S 1.80 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.29 (br. s, 4H) 3.50-3.56 (m, 4H) 3. 
68 (s, 3H) 4.16 (s, 2H) 4.23 (t, J=8Hz, 2H) 4.99 (s, 2H) 7.24-7.38 (m, 5 
H) 8.96 (br.s, 2H) 
[0 2 8 4] 

mmM8 9. 17- (2--7^-;v) -fi-**y-i- (2--7^-;i^^- 

)V) -8- (^7y>-1-^H -fi- 7-^KKn-lH- -/')>-2- 

4 )v r ^ 1 1 wm ;v j. x -r )v mmt^ 
Ubi 4 o] 



#0 8 6 hlsj^^^L^o 
lH-NMR(DMS0-d6) 

5 1.22 (t, J=7Hz, 3H) 1.78 (s, 3H) 2.87 (t, J=8Hz, 2H) 3.26 (br.s, 4H) 
3.47 (br.s, 4H) 4.05 (d, J=6Hz, 2H) 4.12 (q, J=7Hz, 2H) 4.21 (t, J=8Hz, 
2H) 4.89 (br.s, 2H) 7.17-7.35 (m, 5H) 7.51 (t, J=6Hz, 1H) 8.93 (br.s, 2H 

) 

[0 2 8 5] 

^.#119 0. 2- L7_= (2-f*-)\') -6-t^rV-l - (2- V^-;V 
x^;V) -8- <^5jJjy=A^iAM -6- 7 -y^ Kn- 1 H--7°i; 

[It 1 4 1 ] 



lH-NMR(DMS0-d6) 




HN N N 



H-C I 




ffiIiE#2 003-3095844 
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S 1.79 (s, 3H) 2.87 (t, J=8Hz, 2H) 3.26 (br.s, 4H) 3.52 (br.s,4H) 3.84 
(d, J=5Hz, 2H) 4.19 (t, J=8Hz, 2H) 4.91 (s, 2H) 7.02 (s, 1H) 7.16-7.40 ( 
m, 7H) 9.08 (br.s, 2H) 
[0 2 8 6] 

mmmQl. N- T7- (2--?*-)l') -6-^V-l- (2--7^-;V 
J^fJk) -8- (^7v>-l-^V) -6. 7-vH Kn- 1 H-yU >- 

[it 1 4 2 ] 



lH-NMR(DMS0-d6) 

$ 1.17 (t, J=7Hz, 3H) .1.80 (s, 3H) 2.76 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.2 
8 (br.s, 4H) 3.46-3.52 (m, 4H) 3.88 (s, 2H) 4.09 (q, J=7Hz, 2H) 4.27 (t, 

J=8Hz, 2H) 4.98 (s, 2H) 7.15-7.30 (m, 5H) 8.95 (br.s, 2H) 

[0 2 8 7] 

^#119 2. 17- (2--7^^;v) -6-^V-l- (2-7^;V-x^ 
)V) -8- (tf^7v>- 1 -6. 7-yHKP-lH-^)>-2- 

Ut 1 4 3 ] 



^vj a-;i/^^;VJc*x;v£ffiv*T^&fc#!!8 6 t |WI;ff L£o 
1 H-NMR(DMS0-d6) 

3 1.80 (s, 3H) 2.93 (t, J=8Hz, 2H) 3.28 (br.s, 4H) 3.49 (br.s, 4H) 3.72 
(s, 3H) 4.20 (t, J=8Hz, 2H) 4.96 (s, 2H) 5.02 (s, 2H) 7.20-7.34 (m, 5H) 
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8.87 (br.s, 2H) 
[0 2 8 8] 

3£*fe#!l9 3. 7- (2-7*-^) - 2- - 1 ~ 

(2-ysc-)v^)v) -8- (bf^^>- i --ov) -i. 

[<k 1 4 4 ] 



lH-NMR(DMS0-d6) 

5 1.80 (s, 3H) 2.88 (t, J=8Hz, 2H) 3.29 (br.s, 4H) 3.49 (br.s, 4H) 3.71 
(t, J=6Hz, 2H) 4.18 (t, J=8Hz, 2H) 4.28 (t, J=6Hz, 2H) 4.97 (s, 2H) 7.1 

6-7.32 (m, 5H) 8.90 (br.s, 2H) 
[0 2 8 9] 

3Effi?0«9 4. 7- (2--f * ~fr) -2-yVf^7^-1- (2-7*- 
— ft — (fcf^yV- 1 ->f JV) -1- 7-^EKP-/')>-6-f 

Mb l 4 5 1 



5 0 %v> f^7 5 V^&iS&ffi v»T2Sife0!l 8 6 k Rlfcfc^JS tfc 0 
lH-NMR(DMS0-d6) 

5 1.80 (s, 3H) 2.60 (s, 6H) 2.89 (t, J=8Hz, 2H) 3.28 (br.s, 4H) 3.49 (b 

r.s, 4H) 4.26 (t, J=8Hz, 2H) 4.98 (s, 2H) 7.06-7.27 (m, 5H) 8.93 (br.s, 
2H) 
[0 2 9 0] 

mmmQF>. 7 - (2-7*-)V) - 2-»nn-8 - (If^yy-l- ^ 




H-CI 
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a) 4- [7- (2 - -2-^nn-6-t^V-6, 
[ft 1 4 6 ] 



4- [7- (2-yf-^;v) -2, 6-y^nn-7H-7 , T/-8-^;i'] tf 
^5'^- 1 -#/HK>B& t -rfA'iXT^l . Og, Pft>'J^A58 
0 m g , v> ^;v*;W*3r-> K 1 Oml co?t^tf&, 8 0 tJ^ttrtW 2 4 B#^iQ 
Sfe»t^Lfeo EJS$fc£f»3^/K itiffiL, ^M^ttK^ l&ft<tttDfcCife 
i7K«fv^^y^At«tMEIlL?to 5 0- 7 0 %i^xf 

^^•9- v-CJg^ft LT^fflft^ 8 0 0 m g fcftfco 
lH-NMR(CDCl3) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.44 (br.s, 4H) 3.56-3.63 (m, 4H) 4. 
94 (q, J=2Hz, 2H) 
[0 2 9 1] 

b) 7- (2 -y^—fr) -2-^nn-8- (^9^>-l-^f^) -1, 
7 - yt Knyj >- 6 > b V 7;v^nf^^ 
[ftl 4 7] 



4-[7- (2-7^^;v) - 2-^nn-6-t^V-6, 7-ytKn-l 

H-y" 1 ; >— 8 — >f;v] tf^v^v — l t-rf^f^Sm 

MS m/e (ESI) 307 (MH+-CF3COOH) 
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[0 2 9 2] 

gMI9 6. 2- 17- (2-y^=-)U) -2-y^f^7$y-fi-i^rV 

-a- C£g_z v>- i =i^Jk) ^6 7-ynKP'/')>-i-^^f^1 

a) 4- [7- (2--7^~;W -2-^nn-l - (2-vT^>v» - 
6-**V-6, 7-ytKn-lH-'/'J>-8-^^] 

[<k 1 4 8 ] 



4 - [7- (2 -f^-=-)V) -2-^00-6-^^7-6, 7-v^Fn-i 

Omg> 2->7>'^>y>7n5 K6 Omg. 4tefc£tl£# T J * A 6 8mg> N 
, N-^f^AT? Kim 1 O^W*M»^4B#IH!8B$L;fco RJSiftfc 

(1/1) , **fln£7RS9&r££«L;fco hWi^Wm^ 

£EI8L/Co ?«£3 0- 5 0 %^fif^/^^t>ty'j *W7A^n 

v > ^7 "7 -f - *i5i &\/^ tlfMfc^ 5 0 m g £$#fc 0 

lH-NMR(CDCl3) 

a 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.43-3.49 (m, 4H) 3.58-3.64 (m, 4H) 
4.95 (q, J=2Hz, 2H) 5.72 (s, 2H) 7.06 (d, J=8Hz, 1H) 7.39 (t, J=8Hz, 1H) 

7.51 (t, J=8Hz, 1H) 7.71 (d, J=8Hz, 1H) 

[0 2 9 3] 

b) 4- [7- ( 2-7*^-/1') -1- (2-y7;^/y» -2-*J**fr 
T< y-6-**V-6, 7-ytKn-lH-7''J>-8-'f^] ^7^> 
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4- [7- (2-r^-^) -2-^nn-l- (2-y7^>v» - 6 - 
:t*V-6, 7-i/fc Kn- 1 H-yU >- & - J )V] h^^y > - 1 - 7J 
yW. t -y^-)^^-^7-)V2>mg, 5 0%vVf;V7< ^7K»2 0 ^ K N, 
N - JVATU'O. 2ml (DM^^M^ 2 8?mWkW L tz 0 Kfc®. 

if £ 7 0%StM^^^/^ J f-9->"evV*y;^®^n^ \?y-7 4 

fUffi^^ 6 . 5mg£#*io 
lH-NMR(CDCl3) 

1.50 (s, 9H) 1.81 (t, J=2Hz, 3H) 2.73 (s, 6H) 3.38-3.45 (m, 4H) 3.56- 
3.64 (m, 4H) 4.91, (q, J=2Hz, 2H) 5.55 (s, 2H) 7.07 (d, J=8Hz, 1H) 7.32 
(t, J=8Hz, 1H) 7.46, (t, J=8Hz, 1H) 7.65 (d, J=8Hz, 1H) 
[0 2 9 4] 

c) 2- [7- (2--7^-;V) -2-^f;V75/-6-t^fV-8- (fc? 
s<yi/>- 1 -4 fr) -6, 7-Vl£ Fn^'J >— 1 ^yy-b 

frffcl 5 0] 
CN 

> H-CI . 

4- [7- {2-f^-=-)V) -1- (2-y7/^>y» -2—>^W5 
y-6-**V-6, 7-yt Kn- l H-^U V-8--f /u] t^7y7-l 
t-7'f^x7f^6. 5mgt:b';7;vtnSlO. 5 m 1 £ 
2JIlx."ri§«?U ^?a-C2 O^tttL/io EJftfcfcSftSSU 2 0 -8 0%^ 

^y-;v/7K (0. T«i#^A^n^h^7^-ffi$£UI 
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lH-NMR(DMS0-d6) 

d 1.76 (s, 3H) 2.69 (s, 6H) 3.28 (br.s, 4H) 3.51 (br.s, 4H) 4.91 (s, 2H 
) 5.40 (s, 2H) 7.04 (d, J=8Hz, 1H) 7.43 (t, J=8Hz, 1H) 7.60 (t, J=8Hz, 1 
H) 7.83 (d, J=8Hz, 1H) 8.90 (br.s, 2H) 
[0 2 9 5] 

Mb i 5 i ] 



9 6 fcraann^jftufco 

lH-NMR(DMS0-d6) 

a 1.79(8, 3H) 3.29 (br.s, 4H) 3.56 (br.s, 4H) 3.65 (s, 3H) 4.12 (s, 2H) 
4.99 (s, 2H) 5.48 (s, 2H) 7.10 (d, J=8Hz, 1H) 7.50 (t, J=8Hz, 1H) 7.65 

(t, J=8Hz, 1H) 7.92 (d, J=8Hz, 1H) 8.95 (br.s, 2H) 
[0 2 9 6] 

$1W9 8. 2- T7- (2--f*-fr) -2-* h*~> -6-:fr*y-3- 

(tf^7 v>- i ->fjv) -6. 7 -vt^ kp-/') i -^f;u ^^;v1 
lit l 5 2] 



H-C I 





lH-NMR(DMS0-d6) 



WiiE# 2003-3095844 



S&m 2002-280137 



^-v : 140/ 



3 1.79 (s, 3H) 3.28 (br.s, 4H) 3.48-3.56 (m, 4H) 3.91 (s, 3H) 4.97 (s, 
2H) 5.32 (s, 2H) 7.19 (d, J=8Hz, 1H) 7.48 (t, J=8Hz, 1H) 7.63 (t, J=8Hz, 

1H) 7.87 (d, J=8Hz, 1H) 9.05 (br.s, 2H) 

[0 2 9 7] 

mmM9 9. \7 - (2-7^-)V) -1-y7^f^-6-t^V-8- 
(\j^<*7V>- 1 -6. 7-ybKP-lH-7 > ')y-2--f)^^7 

a) 4- [7- (2--7^-;v) - 2-^nn-l-y7;^f;V-6-t^v 
-6, 7-ybKn-lH-7 , 'J>-8-'f^] tf^^ v>- 1 
t -y^-)Vx,7s7-)V 
{it 1 5 3 ] 



rn^T-te h - h i; )V*m^T%ffiM$ 6 b) 1 1*11*^-$; L£ 0 
lH-NMR(CDCl3) 

8 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.43-3.49 (m, 4H) 3.58-3.63 (m, 4H) 
4.91 (q, J=2Hz, 2H) 5.18 (s, 2H) 
[0 2 9 8] 

b) [7- (2-7*3--)V) - l-v7/^f;V-6-t^rV-8- (fcf^v 
>-l-^;i/) -6, 7 - v t Kn - l H-^'J >- 2 - ^^;V7 7-^] i 

Utl 5 4] 



mmm9 7 tmm^j&Ltz 0 

!H-NMR(DMS0-d6) 

S 1.80 (s, 3H) 3.29 (br.s, 4H) 3.55 (br.s, 4H) 3.68 (s, 3H) 4.22 (s, 2H 




0 

s-S 




H-C I 
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) 4.98 (s, 2H) 5.21 (s, 2H) 8.93 (br.s, 2H) 
[0 2 9 9] 

mtmiOO. [1, (2-^-;v) -6-**V-8- 

^>-l--f;v) -6, 7-^HKn-lH-7 p, J>-2-'f^^7 7-;v] 

a) 4- [1, 7-^~* (2-rf-~;v) -2-^nn-6-*^V-6, 7- 
^tKn-lH-7T/-8-^f;v] tf^^ 1 t 

{it 1 5 5 ] 



l--7*n^-2-r^>£ffi^T^i&#!J9 6 b ) t|SJ#ai^t^o 
iH-NMRCCDCls) 

5 1.49 (s, 9H) 1.80 (t, J=2Hz, 3H) 1.83 (t, J=2Hz, 3H) 3.40-3.45 (m, 4H 
) 3.57-3.62 (m, 4H) 4.93 (q, J=2Hz, 2H) 4.98 (q, J=2Hz, 2H) 
[0 3 0 0] 

b) [1, l-MTs (2-??-=-)V) - 6 -**V- 8 - (e^^v>-l--f 
)V) -6, 7 - y t Kn - l H - ^'J> - 2 - ^ ;V7 7 - ^ f 

Utl 5 6] 



nMM9 7 tm^&j&LtZo 
lH-NMR(DMS0-d6) 

3 1.79 (s, 6H) 3.28 (br.s, 4H) 3.53 (br.s, 4H) 3.67 (s, 3H) 4.15 (s, 2H 
) 4.83 (s, 2H) 4.98 (s, 2H) 9.02 (br.s, 2H) 
[0 3 0 1] 
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mmLLJLL, i- (2-v^^;v) -6-*^v-8- (tf^^v 

>- 1 - 6 . 7 - Kn - 1 H-y) > - 2 - j;;v^ 1> ') ^ MM 

Hfcl 5 7] 



y7>fttF'J ^A&fflv>T^«Ul 0 0 tmWA-^J&lstZo 
lH-NMR(DMS0-d6) 

8 1.81 (s, 3H) 1.82 (s, 3H) 3.28 (br.s, 4H) 3.56-3.63 (m, 4H) 4.95 (q, 
J=2Hz, 2H) 5.07 (q, J=2Hz, 2H) 9.04 (br.s, 2H) 
[0 3 0 2] 

«fifflllQ2. 1. 7 -ex L2^X±=iM -2-^ f^y-8-(^7 

v>-i-^f;v)-i. 7-vHKn-/')>-6-t> mmm 

[^15 8] 



lH-NMR(DMS0-d6) 

a 1.75 (s, 3H) 1.80 (s, 3H) 3.28 (br.s, 4H) 3.47-3.55 (m, 4H) 3.98 (s, 
3H) 4.66 (s, 2H) 4.96 (s, 2H) 9.01 (br.s, 2H) 
[0 3 0 3] 

3IM110 3. n-T'J;i/-7- L2^1±=iM -fi-**v-8- (\£ 
^7y>-l-^JV) -6- 7-yHKn-lH-7 , ')>-2-^^^7 7- 

a) 4- [l-T i ;;V-7- (2-7*^-^) -2-^no-6-t^V-6, 
7-ytKn-lH-7 p, J>-8— f^V] v^- 1 )V^VW. t-7 




H-CI 
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Kfcl 5 9] 



.0 



lH-NMR(CDCl 3 ) 

a 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.38-3.45 (m, 4H) 3.55-3.63 (m, 4H) 
4.90 (d, J=5Hz, 2H) 4.93 (q, J=2Hz, 2H) 5. 19-5. 29 (m, 2H) 5.93 (ddt, J=10 
, 17, 5Hz, 1H) 
[0 3 0 4] 

b) [i-ry^-7- (2-7 ,- ^-;v) -6-t^v-8- (tf^7 v>- 1 
-6, 7-^tKn-iH-/r/-2-^f^x;V77^v] i^f 

Hb l 6 o ] 



HMI9 7 fcra^^jStfeo 
lH-NMR(DMS0-d6) 

3 1.79 (s, 3H) 3.27 (br.s, 4H) 3.48-3.56 (m, 4H) 3.66 (s, 3H) 4.12 (s, 
2H) 4.70 (d. J=5Hz, 2H) 4.98 (br.s, 2H) 5.07 (d, J=17Hz, 1H) 5.21 (d, J= 
10Hz, 1H) 5.89 (ddt, J=10, 17, 5Hz, 1H) 9.07 (br.s, 2H) 
[0 3 0 5] 

mmmioA. i-t^-7- (2-?<f--fr) - 6 - ce^ 

^v>-l-^;M -6. 7 - yH Kp- 1 H-^J >- 2 -;frjVd?.=. fc U ik 

iritis. 



o 
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[it 1 6 1 ] 




H-GI 



lH-NMR(DMS0-d6) 

d 1.81 (t, J=2Hz, 3H) 3.29 (br.s, 4H) 3.57-3.64 (m, 4H) 4.81 (d, J=5Hz, 

2H) 5.04-5.10 (m, 3H) 5.26 (d, J=10Hz, 1H) 6.00 (ddt, J=10, 17, 5Hz, 1H 

) 9.12 (br.s, 2H) 
[0 3 0 6] 

tiW10 5. l-T')JV-7- {2^f±=iM -2-^f^v -8-(e 
£^2_2V- i i . 7-y'bKn^')V-fi-f > ^it^ 

Mfcl 6 2] 



lH-NMR(DMS0-d6) 

a 1.79 (t, J=2Hz, 3H) 3.27 (br.s, 4H) 3.48-3.56 (m, 4H) 3.93 (s, 3H) 4. 
55 (d, J=5Hz, 2H) 4.94-5.02 (m, 3H) 5.12 (d, J=10Hz, 1H) 5.87 (ddt, J=10 
, 17, 5Hz, 1H) 9.04 (br.s, 2H) 
[0 3 0 7] 

mmmio6. \i- L2_zz2±=Jk± -i- {2j=a±J&*=±M -6- 

^ v _ 8 _ 1 -fi- K P — 1 H — */ 1 J >— 2 

— f;^;V77^;^1 ffciH ^ x -r- ;v jgl&ffi 

a ) 4 _ [ 7 _ (2--7^-;^) -l- -2-^pp- 

6-**v-6, 7-vt kp- i H-y; >-8-^;v] 
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[ftl6 3] 

o . — 

Z-yn^xfjMW-f^^l^TIWg 6 b) £ PM^^ L£io 
1H-NMR(CDC1 3 ) 

d 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.36 (s, 3H) 3.39-3.45 (m, 4H) 3.56- 
3.61 (m, 4H) 3.69 (t, J=6Hz, 2H) 4.50 (t, J=6Hz, 2H) 4.92 (q, J=2Hz, 2H) 
[0 3 0 8] 

b) [7- (l-T^-fr) -1- (2-^ >4vxf;l/) -6-^V-8- 
(t:>7y>-l-^v) -6, 7-vtKn-iH-7' , J^-2-^;vx;V7 

r-;v] iritis: 

[ it 1 6 4 ] 

0 / = 
MeO^ N AM ~ 

MeOsC^ H ~ CI 



7 hl^c^l^c 
lH-NMR(DMS0-d6) 

£ 1.80 (s, 3H) 3.25-3.32 (m, 7H) 3.50-3.55 (m, 4H) 3.61 (t, J=6Hz, 2H) 
3.67 (s, 3H) 4.14 (s, 2H) 4.25 (t, J=6Hz, 2H) 4.98 (s, 2H) 9.00 (br.s, 2 
H) 

[0 3 0 9] 

gg»lll0 7. 7- (2-~f?--)V) -1- (2-^ b^v.x;^;V) -6-:fr 
^ V - 8 - (fcf^v^- 1 -6. 7-v£ Kn- 1 H-7^J 2 - 

[IU6 5] 
0 

NC^N 



H-C I 
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lH-NMR(DMS0-d6) 

8 1.81 (s, 3H) 3.25 (s, 3H) 3.29 (br.s, 4H) 3.55-3.64 (m, 6H) 4.34 (t, 
J=5Hz, 2H) 5.08 (s, 2H) 9.05 (br.s, 2H) 
[0 3 10] 

mmm ios. i - ( 2 - z^^ik) -1- ( 2 - ^ ^ v^^;M - 2 - * 

Hfc 1 6 6 ] 



lH-NMR(DMS0-d6) 

d 1-79 (s, 3H) 3.23 (s, 3H) 3.27 (br.s, 4H) 3.46-3.55 (m, 6H) 3.94 (s, 
3H) 4.13 (t, J=6Hz, 2H), 4.96 (s, 2H), 9.03 (br.s, 2H) 
[0 3 11] 

a) 7-^>v;v-l, 7-ytKo^'J>-6-tV 
Hfcl 6 7] 



^7y>18. 2 3g£N, N-y^ W^A75 K9 Om 1 C»U ^ 
>y>7n? Kl 6 m 1 fcillx., m^T|^»L^ 0 RJSJSSr^J-^^ 3 
l ±?g^£l&£, «f(BL)tt^;^5N-m:?IJIU 7 0 o C»^ 
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H7if^Uo tfrtttLfcBttfc^U *£*U aUB-fk^* 1 2. 7 4 8 g 
[0 3 12] 

b) 4- (7 -^>v;V- 6 -t+V- 6, 7-ytFn-lH--/'J>-8- 

4 )V) tf ^ ^ v y - l - * /u >it t - 7*^ t ;v 

Mfcl 6 8] 



7-^>v;V-l, 7-ytKD7' , J>-6-t>'l 2. 7 4 8 g^N, N- 
^WiVATU'lSOml^iU N-^noa^^i^F7. 9g 

y>-8-^nn-l, 7-^tKayj>-6-t>6. 103g*#f; o C 
<7)&co£ 1 - t-7 J h^y^^^-;vt 5 ^7y>2 0 g 1 5 O'Ctcfln 

/ do : l ) mmfi-m £ «9 , Siatt-g^ 1 . 5 3 9 g 1h-nmr(cdc 

13) 

* 1.39 (s, 9H) 3.07-3.10 (m, 4H) 3.35-3.39 (ra, 4H) 5.44 (s, 2H) 7.16-7. 
18 (m, 2H) 7.22-7.32 (m, 3H) 7.91 (s, 1H) 12.18 (s, 1H) . 
[0 3 13] 

c) 7-^<yV)V- 1 -^;V-8- (k^7^V-l-/f;i/) -1, 7-yt 
Kn7°Vy-6-ty b »; 7 ;v * n ffiB&Si 
[It 1 6 9 ] 
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4- (7-^V^;i/-6-^-^rV-6, 7 - v t: KD - 1 H - "fV >- 8 - 4 
)V) tf^7V>-l-*^>t t-yf^xxr/H5mg*N, N-y^ 
T 5 K 1 m 1 IC^JH U tK*^"^ b'i^AlOmg, 3 f^l 

MS m/e (ESI) 325 (MH+-CF3COOH) 
[0 3 14] 

[ftl7 0] 



MS m/e (ESI) 339 (MH+-CF3COOH) 
[0 3 15] 

liillL r7-^>y;v-6-**y-8- (^r/>- 1 -4 jk) 
-6. Kn7°'J >-l - Hixf jvxxt;v hiLZjk±_gilM 

Mb 1 7 1 ] 



MS m/e (ESI) 397 (MH+-CF3COOH) 
[0 3 16] 

12- 7-^>^;V-l- (2-^4yx f;i/) -8- (tf^yv 
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^-v: 149/ 



[ftl7 2] 




2-* hdrv-x^;v-7'n = K£ffiv>T||«!J 1 0 9 tmm^WL, ^IMfc^ 

MS m/e (ESI) 369 (MH+-CF3COOH) 
[0 3 17] 

mMU 13. 7-^>^;v-l- (2--/nti^;v) -8- (tf^S?>- 
l-^;v)-l. 7 -vb: Kn^J >- 6 h U y )V* ngfegtil 
lit 1 7 3 ] 



MS m/e (ESI) 349 (MH+-CF3COOH) 
[0 3 18] 

^Jl 14. 7-^>y>-l-y77^f^-8- (fcf^y>-l->f 
;M -l. 7-ynKn7°r/-6-t> MJ v^pffeitm 
Hfcl 7 4] 



MS m/e (ESI) 350 (MH+-CF3COOH) 
[0 3 19] 

mmm 1 is. 3 - ( 2 --7*^~;M - 5 - ^ 2 - 1 --^ 
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^-v: 150/ 



a) 2 -yn^-3- (2-7-f-^;V) - 5-yT/-3H-^^r/-^- 
Hfcl 7 5] 



2-yn€-lH-^f^r/-;V-4, 5-^*^-> 1 ^ [CAS No 
50847-09-1] 16. 8 0 g«x^y-)H 7 0mljfrftt*9l4. 5 
6ml*Jnx.. 4 8I^K*D«t»attfeo fltePLfclfe, ftiif ^5 OOmlfti 
tf*2 0 0ml &#nx.> ^«»*M*fltafe^^^'>^A-C*g»U »*U «J± 

1 g ^iO f 2-7"f-^a5 K8. 6ml SriraiU WBrt\mmm\*>tio B 
|»x^;i/5 0 0ml tK3 0 Om 1 T? 3 @i5fc?£ U Mit^ h V ^AOJS^O 

7K?»3 0 Oml»U:t, te*afflfc^*'>* ATMSfcU fiKftU Mffi 

ftUxfA/ (9 : i ) J: o , MUikG-ya 4 . 0 9 g 

lH-NMR(CDCl3) 

S 1.43 (t, J=7.2Hz, 3H) 1.81 (s, 3H) 4.47 (q, J=7.2Hz, 2H) 5.16 (s, 2H) 
10 3 2 0] 

b) 4 _ [ i - ( 2 - 7*^xv;V) -4-V7/-5-ih*5'*M-A'-l 
Mb 1 7 6 ] 
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#H 2002-280137 



^-v: 151/ 



2 -7*n^- 3 - (2 - 5-y7/-3H-^f < r/-^-4-* 

^^-;1/J.7,t-^4. 0 9 g ^ 1 - t - ^rv *^;K-;l/^7 v > 
7. 7 0ghfl^b, 1 5 0°CKUmLtz o 5 0^t#L, RjSfl^tJ^h^^ 

(2 : 1) mmit^4. 4 7 g£#£ 0 

lH-NMR(CDCl3> 

8 1.43 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.82 (t, J=2.3Hz, 3H) 3.08-3.13 (m 
, 4H) 3.57-3.61 (m, 4H) 4.44 (q, J=7.2Hz, 2H) 4.89 (q, J=2.3Hz, 2H) 
[0 3 2 1] 

c) 4- [1- (2-7*^-;V) - 5 -x >dry^;wf-;l/- 4 - f t*;W^ 
[<bl 7 7] 



4- [1- (2-7*f--;V) -4-y7y-5-i^v^^*-^-lH-^f 

^r/-;i/-2-'f;i/] if ^9 l -#;v^>^ t -y^v^^-r^o. 

8 0 g^)x^/-;i/2 Om H#i£«4bT >7 A 5 0 %7kv#i£ 5 m 1 *j)Px. 

> 14B#W6 Or-Cin^t^o Sfsgfe-x^n 0 0mlfeW50ml £fln;U ^ 
mm 5 0 m 1 ttjht f'J7A OlSf07X« 50ml ^Mfrffift- U Mfrffi 
J? * v >7 A U MiS L> MJEM Lt^o M^y'J*7->*7A^n 
"7h^v-7>f-HTltmL. (3:2) ^ffi^lJ X *7 , H 

ffi<k^0. 5 8 gZWfco 
iH-NMRCCDCls) 

a 1.43 (t, J=7.2Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2.3Hz, 3H) 3.12-3.16 (m 
, 4H) 

3.54-3.59 (m, 4H) 4.44 (q, J=7.2Hz, 2H) 4.89 (q, J=2.3Hz, 2H) 7.41 (br.s 
, 1H) 8.88 (br.s, 1H) 
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^-v* : 152/ 



[0 3 2 2] 

- # >gfc t - ^f^f ;v 
Htl 7 8] 



4- [1- (2-y^-;v) -5-^h^^*^-^-4-ft*;W^/f;l' 
-iH-^5r/-;v-2-^;v] tf^^v?>- l t -y^;vx. 
7fiV0. 5 8 g^?nn> ^>2 0m 1 iftCf h 9 7;t/* n 7 It h 'J 
^V^V-^AO. 2 3 5 g^flnx.. M-C18l*M«^Lfeo ^nn^^V 

5 0mi -tanx., TK^Rrn^- b y * j±(r>mtfmWL2 o m i ta^u i$7mm 

lH-NMR(CDCl3) 

5 1.41 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 2.39 (s, 3H) 
3.12-3.16 (m, 4H) 3.56-3.59 (m, 4H) 4.42 (q, J=7.2Hz, 2H) 4.80 (q, J=2 

.3Hz, 2H) 
[0 3 2 3] 

e) 4- [l- {2-y^=-)V) - 5 -J. h3fv#;vsj^;v-4 
77-;^^^- 1 H-^f ^ ^V-^- 2 ->f ^] tf^vi^>- 1 

Mfcl 7 9] 



4- [l- (2-^f--;v) - 5 - x > ^ y * 4 - ^ f ;v^^7 7 - 

tfyM t-^)VJL^-r)VO. 5 5 g<Di^/-JV3 Om lit^2Ntt* 
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^-v: 153/ 



2 5 m l £ x v* i N7]t®Hfc^ b u ? A7X^*iax/to 7X1 2 

5 m 1 Trtt ffi U tiMI 1 NyfcSKfc;?- h U * AtRyM 1 m 1 *&A,T 

V> & mti- b 'J * A <7)|&f07X^^ 10ml •e^fe^- U te7K« v 7 * -> ^ A -Cf£ 
*U »®U «ffi«b7Co »^dd^71 0ml £»J*U f'Jx 
f^7^ > 0 . 1 0 m 1 *3 X «iy- t -"T^/l/ 0 . 2 5 6 g ^l)Di, MS 
T?15B#|HJ*# L£ 0 mSi^^ 2 5 m 1 £inx., 0 . 1 mm 10mU im&L 
Wti~ y V V A <D£&Sl7fc?§i£ 1 0 m 1 bfait-r h U * A <7)t&fn7K*#?l£ 10ml "CIS 

7A^nv^*77^-i:tlSU ^^-9->-S^^jl^-;v (4 : l) v§tb^® 

£ 0 x SISMfrfrW 0 . 1 5 g *#fc 0 

lH-NMR(CDCl3) 

5 1.43 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 2.40 (s, 3H) 
3.16-3.20 (m, 4H) 3.55-3.59 (m, 4H) 4.35 (q, J =7. 1Hz, 2H) 4.80 (q, J=2. 

3Hz, 2H) 
[0 3 2 4] 

f) 4- [1- (2-7^~;i/) -5-xh^y*;V,f-^-4-tKD^y 

•f-)VJL^r-)]/ 
[ftl8 0] 



0°ct?4- [l- (2-7^— ;v) -5-ih^v7j;vjK-;v-4-^f : -;v^;w 
•7 T=-)VU)Vtf=-)V- 1 H--f 5 2-4)1'] \£^.y-J>- l 

>m t -^)V^^^)V0. 2 6 5 g<^x^-ji/8m 1 ^IC^^tK^ (II 
) 0 . 1 8 7 g i3 X IfitoBtf fcl5 ^ttf'J^AO. 0 9 0 £#n£. ^fit?4I^W 
»L/: 0 Mtwftl87K« (II) 0 . 18 7 g&X Wmim ^tthV<7A0. 
0 9 0 Srflnx.*:^ 1 5 B#IB|gffl-e*#Lfco Pm^^ 1 OOml^i^'O. 
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5Ni^m5 0m 1 fcillx.. ^mmZ7k5 Oml t^Lit^ V V * A<ate*Q7M#ifc5 

V h^^7-f -teTJHWRU ^-^-St^^ (4:1 

) Wli^ M$-&0. 1 7 2 g®J|XU ^^-9->-I^m^^^ (1 : 4) 
femfrm X «9 . MfSlt^t/ 0 . 0 6 1 g «r#fco 
lH-NMR(CDCl3) 

d 1.42 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 3.17-3.21 (ra 
, 4H) 3.41 (t, J=4.8Hz, 1H) 3.56-3.60 (m, 4H) 4.36 (q, J=7. 1Hz, 2H) 4.75 

(d, J=4.8Hz, 2H) 4.81 (q, J=2.3Hz, 2H) 

[0 3 2 5] 

g) 4- [l- ( 2 - 5 - J. b ^v*;v^ fr— 4 — frfr* JV— 

1H _ /f5 yy-;l / -2-^y] e^7^>-l-*M>i t-T^/WC* 

Mfc 1 8 1 ] 



x^fjvo. 0 6 1 g^nn^ r/2m 1 #«ttCZlBMkv>^r> 0 . 120 

(7 13) agFto^HU >9> SSBtt^O. 0 5 5 %*mz 0 
lH-NMR(CDCl 3 ) 

8 1.42 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2.3Hz, 3H) 3.23-3.26 (m 
, 4H) 3.55-3.59 (m, 4H) 4.45 (q, J-7.1Hz, 2H) 4.89 (q, J=2.3Hz, 2H) 10.3 
6 (s, 1H) 
[0 3 2 6] 

h ) 4 _ [1 - (2 -6-**-fr-7-**V-6, 7-vtiK 
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n-l H-'f^r/ [4, 5-d] if 'J 2 ->f ;V] k^yy-l-* 

[ft!8 2] 



4- [1- — ^) - 5 -x h y 4 - 5 1 H- 

^^^^-2-^^] vy-i-ii > m t -y^vj^T-^o 

. 0 5 5 g©x^/-;V2. 5rali$(:^fJHiK7y>0. 0 5ml^^nx. 
, 8 0t-ei5BIFI, It:i3 0t:tl4 H#H Jnlft L tz 0 JRJSift*r*ffi*l8 Life 
?IS^ y 'J * 7 A ^ n v h / 7 7 ^ C tiH t, 
(1 : 1) «K IWBft'&WO. 0 3 5 gW; o 

lH-NMR(CDCl 3 ) 

8 1.52 (s, 9H) 1.83 (t, J=2.3Hz, 3H) 3.38-3.42 (m, 4H) 3.61-3.64 (m, 4H 
) 3.85 (s, 3H) 5.09 (q, J=2.3Hz, 2H) 8.13 (s, 1H) 
MS m/e (ESI) 387.4(MH+) 
[0 3 2 7] 

i) 3- (2-^-;v) -5-^f-;v-2-tf^^v ? ^- 1 --f;v-3, 5- 

y'UKn^^y* [4, 5-d] \£V m>- 4-*> Y^y^uWpWM 
Kb 1 8 3 ] 



4- [1- (2-"7*?-->l/) -6-^^;V- 7-*3rV-6, 7-5>fcKn- 
lH-'f 5^/ [4, 5-d] eU^v>-2--f;V] W'/^-l-*^ 
>^ t-7'f;vx7f;>0. 0 3 5 1 gOv^on^ *?>0. 4m\ : &WL\Z.Y 
V -7 ng^m 0 . 4mUiDi> 1 BtP^M^^LfCo m&*W&& L^ 
^iSU«7n7 h y 4 - K-C«MBl L> ^ffilfc^ 0 . 2 9 5 g 
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lH-NMR(CD30D) 

8 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H 
) 5.15 (q, J=2.3Hz, 2H) 8.20 (s, 1H) 
MS ra/e (ESI) 287.09(MH+-CF 3 CO0H) 
[0 3 2 8] 

$mm\ 16. 5-^>yJVt^ry^^^-3- (2-7<f--)V) - 2- 

)V) -3. B-y'EKn-^f;^/r4. K-Hl e^yV 
- 4 - * > hJl7Jk±nfj^ 

, 5-a] try 1 - x^vt^^fjvr^ k 

1 8 4 ] 



5-^>yW^y^fW^r/ [4, 5-d] \£VjTi?>-4-*> [CA 
S No 82137-50-6] (R. Paul Gagnier, Mic 
hael J.Halat and Brian A. Otter Jour 
nal of Heterocyclic Chemistry, 2 1, p 
4 8 1, 1 9 8 4; T)V • ;v • -?4 • v^— • ^7 

K 77^f7> • .x^f • * — "t"^ • ^"7* • AfDt/f ^ y y ^ • * 

**hy-, 2 1, 4 8 11, 1984 ) 3. 0 4 g(0y^nn>r/5 0m 
1 m%LK V yiW5 >2. 0 8g. N, W^r^'fHn^ 
-TF2. 8 0 giSi^^-y^f^T^yt'V^^O. 2 2g£jJPx-, 4B#Ph1*D 
Lfvio f^m^^^ 2 5 0mUl£> 1 Naafcfcjftfc 5 0 m U £t#fcdt^ 

oi&f n^mm. 5 0 m 1 t mti- yvvj* nmnxmfo 5 0 m 1 -cwufe 

A*nvh^74-KT*f!»U ^^-Urm-*-^ (2:3) 

v . m&it&m 2 . 8 6 g fc^fco 

!H-NMR(CDCl3) 




0" n- 
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8 2.98 (s, 6H) 4.77 (s, 2H) 5.74 (s, 2H) 7.30-7.39 (m, 5H) 8.21 (s, 1H) 
8.46 (s, 1H) 
[0 3 2 9] 

[4, 5-d] tf; i -^;^>fy^f;v7 ^ K 

[<fc 1 8 5 ] 

<Tn- 

a^#H^T> -7 8t:t5-^>y>t ; 3fy^f^-4-t^y-4 ) 5 - v 
tKn^yy* [4, 5-d] tf'J^>-l-^^>i^f;i/7 5 K3. 
3 4 g<Df h9fc KD75> 1 5 Om 1 MCn-Zf-^'Jf 5. 3ml ( 

2. o^;i/v^n^^>i#$o &iin*., imm-7 8vx~m¥$Ltz&, ^**r 

^nnx^>3. 2 6gOf f7t KD77>2 0mliI^:j]tlx.^ gEiSLSTM: 
i&Siirfco ^bT>^e-^A(^5%7K?#^2 5 m 1 £;&nx-> ilxf;l/5 0ml 
■etttfJL/io ^$IJf *7.K2 5ml £^7" h 'J «7AO|^P7Xv«2 5ml -CJDKfe 

A^n7>y7 7^-t:tiIL v ^■y-y-Wtm.^fr (2 : 3) $gffi$H9J: 

«9 > IRSB-ft^ 2 . 3 1 g £#fc 0 

lH-NMR(CDCl3) 

5 3.12 (s, 6H) 4.77 (s, 2H) 5.70 (s, 2H) 7.30-7.39 (m, 5H) 8.48 (s, 1H) 
[0 3 3 0] 

c) 4- (6-^>y>t^y^f^-7-t^y-6, 7-^Kn-lH 
-^5^/[4, 5-d] lf'J/y>-2-^i') fcf^9 i^- 1 

Ut 1 8 6 ] 

tliiE# 2003-3095844 
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•^-y: 158/ 



v?fc Kn/f ^ 9V [4, 5-d] k°'J 1 -^;^>fy^f ;V75 K2 

. 3 1 gis ZZF\£** i ? 9 J>- 1 t - ^i^f^4. 49g* 

tSU ftmi^^ffl^lH X 0 , #|B<b^» 1 . 9 4 g *»fco 
lH-NMR(CDCl3) 

a 3.54-3.58 (m, 4H) 3.71-3.75 (m, 4H) 4.68 (s, 2H) 5.65 (s, 2H) 7.25-7. 
35 (m, 5H) 8.21 (s, 1H) 12.58 (br.s, 1H) 
[0 3 3 1] 

d) 4- (e-^^^^ry^f^-l- (2 - 

6, 7-yt Kn-lH— f 5^7 [4, 5-d] fef U >- 2 — f ;v) tf^ 
Ut 1 8 7 ] 



4- (6 -^>y;Vt^v^f^- 7-*3rV- 6, 7-ytKn-lH-^< 
^7 [4, 5-d] yv>-2 -4 ;v) fc?^9 5»- i t- 

7'^-;V^^x^0. 2 16 g<7)N, N-^W^A75 K2 OmlilCK 
i^'J^AO. 7 4 g£J;tf2 -7'f-;v7nv^ K0. 0 7 8 g^tJDx.fc o 1 
6B#IMffl"CtI*|iLfc&. M|:e.^/U5 Omiax., ^T«WISr7K2 Omlt'H 

0$:8-u atft?-> y ^Ao®fn*j|$i om i -e^f-u iTRi^^^y^ 

«iU (3:2) ^ffi^liJ: ^IMfc^tfO. 1 3 9 g 

iH-NMRCCDCls) 

<5 1.50 (s, 9H) 1.86 (t, J=2.3Hz, 3H) 3.38-3.44 (m, 4H) 3.61-3.66. (m, 4H 
) 4.72 (s, 2H) 5.10 (q, J=2.3Hz, 2H) 5.65 (s, 2H) 7.25-7.38 (m, 5H) 8.18 
(s, 1H) 
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^-v: 159/ 



[0 3 3 2] 

e) 5-^>v;v^-^->^^;v-3- (2--7^-;v) -2-tT^^v^-l 
-4^-3, 5-ytKn^5r/ [4, 5-d] k?U^v>-4-*> 

[ffcl 8 8] 



4- (6-^>y>t^v^f;v-l- (2-7*^--;i^) -7-**v-6, 
7-ytKn-lH-^5/7 [4, 5-d] 2 --f ;v) tf^v 

V- 1 t -"r^-^^^-r^O. 0 0 73 g^HI^115i) t 
l^ftilL, ilLT, ^ffi^tJO. 0 0 4 3 g£#£o 
lH-NMR(CD30D) 

<? 1.83 (t, J=2.3Hz, 2H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 4.69 (s, 2H 
) 5.15 (q, J=2.3Hz, 2H) 5.64 (s, 2H) 7.17-7.32 (m, 5H) 8.20 (s, 1H) 
MS m/e (ESI) 393. 28 (MH+-CF3COOH) 
[0 3 3 3] 

&mmi!7. 3- (2-7^-~;M -2- (fcT^vv^- 1 -3. 
5-S?k: KD^f <VV U. 5 - dl fcf ?j >- 4 -* > hV7IU*uWzm 

Kbl 8 9] 



M*#ffl^T. 4- (6-^>y>t^y^f;v-l- {2-y^~)V) -7 
-**V-6, 7-ytKn-lH-^^r/ [4, 5-d] kf'J^v>-2- 
>f;u) v>- 1 t-7f;i/i7f;vo. 12 3 gco n 

n^^>8ml?II^-7 8t«iPU HislfciS 9 ft 1 . 9ml (1. 0*)U 
V?u ^i0x.7to - 7 8 r-e 5 Wmt^WLt^ n n ^ 
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^-v: 160/ 



9 J -)V<D 1 : 1 m&&1& 10ml £3JPx. - 7 8 °CX^\Z 2 B*H*#Lfc 
MSTUifflS-tirfco «£M)±MiU ^/-iHOml SrjDx.^, 
L/Co ^° y v > 3 m 1 U 2 I^lfMsfL L/io - <7) 

MO. 3ml«EIlU n v b ^7 7 >f - t:ti 

m U IRgBft^ 0 . 0 0 5 g fcfcifco 

lH-NMR(CD 3 OD) 

$ 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (ra, 4H) 5.16 (q, J= 
2.3Hz, 2H) 8.21 (s, 1H) 
MS m/e (ESI) 273. 16 (MH+-CF3COOH) 
[0 3 3 4] 

gill 1 8. ;v-3-^^;v-8-(^^^ v>-i--f;v)-3.7-y^ Fp-7°'J y 

a) 8-^ nn-3-^f Kn^'J >-2,6-v^> 

Mb 1 9 0 ] 



3_p{^;V^-9->^>i0g(7)I^180ml^M?t^> 100*CHT5glft9ml**9)o < U tffi 
TU #^*L7^6fejl?M& 100^303^ 140rr20^m#L^ o KJS&ifc* 

mat MffiT6o < c^^*L^'fegiBtj*t#^o »fc*ifc*feH5& 

mm500ml^^^ll0 < CT'15^r^#b7tm> JR*Sifc«r£ifit-C?&*l&, MEET 
Lit *»fco # ^> *tfc IH» £tM> kSiBhSI L^IMb^6. 

75g£#£ 0 
1 H-NMR(d6-DMS0) 

5: 3.32 (s, 3H) 11.23 (s, 1H) 14.20 (br s, 1H) 
[0 3 3 5] 

b) 7- T V ;V-8- ^DD-3-^fJV-3,7- v kKnyr/-2, 6- v * > 
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Mb 1 9 l ] 

8-^nn-3->f;i/-3,7-^li Kn^'J >-2, 6-v* ^868mg<tJ^# U A628mg 

^xxmm^^xmmLxmm<t^m797mg^ntio 

lH-NMR(d6-DMS0) 

a: 3.32 (s, 3H) 4.88 (dd, J=3.6, 1.6Hz, 2H) 4.98 (d, J=17Hz, 1H) 5.22 ( 
d, J=10.2Hz, 1H ) 5.92-6.03 (m, 1H) 11.31 (s, 1H) 
[0 3 3 6] 

c) 4-(7-7 'J ;U-3-^ f ;V-2, 6-y t ^ V-2, 3, 6, 7-f h 7 t Kn-lH-7 91 ; >-S-4 

Mb 1 9 2 ] 

o ,J 

O^N^N ^ 

7-7ij;V_8- 7 nn-3-^f;i/-3 ( 7-yt Kn^J >-2, >420mg£l-fc:^ 
^ > 7> ;Wf>^|H7'f;i'X^ t- ;V975mg* 150T: KX50frmmW Lfzo ^U&~<% 
iP L # <b tL^^jSrl^tf ^y'J*W7A?D7h^77'f- ^ Tff ^ 
U f^m^-^^?#ai7^®J: «fMb^584mg£#£o 
lH-NMR(CDCl 3 ) 

1.48 (s, 9H) 3.23 (t, J=5.0Hz, 4H) 3.49 (s, 3H) 3.56 (t, J=5.0Hz, 4H 
) 4.71-4.73 (m, 2H) 5.12 (d, J=17.2Hz, 1H) 5.28 (d, J=10.4Hz, 1H) 6.02-6 
.12 (m, 1H) 7.88 (br s, 1H) 
[0 3 3 7] 

d) 7-7 U ;W3-^ f-;k-8-{ -7>-l-'f ;V)-3 ( 7-y t: Kn^V ^-2,6-v*> 



ffilE# 2003-3095844 



#SI 2002-280137 



^-v: 162/ 



o J 

7 T >-N N-H 
O N N w 
I 

4-(7-7'J ;U-3-^^-;V-2,6-v^^V-2,3,6,7--r b 9 Kn-lH-7°U >-8--f ;v) 
tf ^9 ;v^>^^H-7'^;v^x r- ;H50mgc7)ia<b^ -f- v > 2ml Affile h 

'J7;l/tnM!294/il^iTl^ J^i&^&&£iaT^ll$W30#^Lfco Jx 

nv >^*^-7^f -KtttgiU ;**y-;v-f£M^ Ml: 10)^53*® <fc «9 ^fS 

lH-NMR(CDCl3) 

2.98-3.01 (m, 4H) 3.24-3.26 (m, 4H) 3.49 (s, 3H) 4.69-4.71 (m, 2H) 5 
.12 (d, J=17.2Hz, 1H) 5.26 (d, J=10.4Hz, 1H) 6.01-6.09 (m, 1H) 
[0 3 3 8] 

$twi l 9. 3-^^;v-7-(^^ h-2-^^;v)-8-(tf^9 v>-i-^;v)-3.7-v 
Mt 1 9 4 ] 

•SV^-Oh ho V 

O^N^N ^ F^r 

8-^nn-3-^^;V-3,7-vH Kn^'J >-2, 6-y ^ i tFl-7*n ^-2-^ >f > 

MS m/e (ESI) 317(MH+-CF 3 C00H) 
[0 3 3 9] 

gjfcMl 2 0. 8- ( fl.4l ^T-bVN°>-l-f;V) -3-^fM-(.Wf^yh-2- 
jl-;V)-3.7-v^ Kn^') >-2.6-^^-> h 'J ^7 jk ± P HM *fi 
a)8-7nn-3-^f ;i/-7- (3- ^f;v7> -2-x - ;v) -3, 7- v K n :/ U > -2, 6- v 



ttiSE# 2003-3095844 



#SI 2002-280137 



163/ 



litl 9 5] 




3^f;^t>f>i5J;y ! 4-rn^-2-^fjl,-2-7'f>^l^t, H»J 1 1 8 
lH-NMR(d6-DMS0) 

8: 1.70 (s, 3H) 1.79 (s, 3H) 3.30 (s, 3H) 4.87 (d, J=6.8Hz, 2H) 5.22-5. 
30 (m, 1H) 11.30 (br s, 1H) 
[0 3 4 0] 

b) 8-( [1,4] yT^rz-l-'f ;V)-3-^ f M-(3-^ f h-2-x-;V)-3,7- 

Kn y°i) y-2, 6-v;* y h'j7 umk 3 ^ 

Hbl9 6] 



8-^ □ n-3-^ f ;V-7-(3-^ f^7' f-2-x^;i/)-3, 7-y t Kn7 0 'J >-2,6-^ 
>40mgt 1-*^E t: s<? -J > ij jV-f>^|Hx^ 7- mi /u 1 £l40 o CClR#|i»13i# t 

46. 8mg£#fc 0 

MS m/e (ESI) 333 (MH+-CF3COOH) 
[0 3 4 1] 

g|»lll2 1. 7-ri--2-^xjV-8-( n.4l ^7€;<>-M^)-3->f^-3.7- 
2^2 >-2 t 6-v^-> h'J7^n»j§ 




J±lfE# 2003-3095844 



mM. 2002-280137 



-^-v: 164/ 



[itl 9 7] 



o ^ 

^ xVO" ho V F 




i^t, ift^ui 1 8 -bis xx/i 2 o-btmm.^mL, mmt^^tio 

MS ni/e (ESI) 317(MH+-CF 3 C0OH) 
[0 3 4 2] 

mm.mi2 2. T8-( fi.4l yr^VN°>-i-^;v)-3-^^;v-7-(3-^^;v7 , V-2- 

x^;i/)-2. ^ V-2. 3. 6. 7-t h 7 Kn^iJ y~\-<< )UWm^)V^^ ± 
lit 1 9 8 ] 



8-^nn-3-^^;V-7-(3-^7 c -^7*h-2-^-;V)-3,7-vli Kn/'J >-2,6-v^ 
>100mg£$:^# V >>A103mg*N,N-v^^-;^^;VAT^ K2mHC« U 3- K 

mm^^jui^m^-, i20 < CT2B#r B i30^#L^ o K^m^^ra^?-^ 

MEE^* LX^&mfi^*nfZo n h tt£^felllfij«0mg £ l-*^e e ^ y v > # 
;i/,-K>m^H^XT-^49^ l^rl40°C-eiP#F«^L. iO^JSfl^^ h U "7;v 
*nfj^o.5ml£#[l;i-C, MST30^TO^U/io ^Srl^^^MffiTvf^ 

MS m/e (ESI) 419 (MH+-CF3COOH) 
[0 3 4 3] 

^mmi2 3. \T7*Y-2-J LLjJ y7^r/-l-^^)-3-)!f;k2.fi- 




fcBliE#2 003-3095844 



# m 2002-280137 



^-v: 165/ 



yt^V-2.3.6.7-f Kn^iJ jl/IBfeBfrJ.?- J^-xX £jk h V 2Jk 

Mb 1 9 9 ] 



ffi^T, Hifetffll 1 8-bfclPI«fc*yiU SfcfcHJfeflll 2 2 fcRWcgigU 

MS m/e (ESI) 403 (MH+-CF3COOH) 
[0 3 4 4] 

mmmi 2 4. 7-7') f y V-l-^ ^-3.7-y fc: Fn-7* 

U >-2.6-v^-> 

7.71; jV-8-^Dn-l,3-y^JV-3,7-yIi Kn^J >-2,6-v^> 
Mb 2 0 0] 



8-^un-i,3-v^;V-3,7-vt: Kn^'J >-2, 6-^* >10.7g, jkikTV ^5.2m 
U ^TfCj^m^ V *<M0.3g, N,N-y^fMM7< K75mltf>ift'frWfc£»-C— 
3fe*#Lfco RJ£«£**1W^*->K **CllIlffiU mus**^ ^D^tK 

■x^veifeo TtEil Lfco ^ffi*^BftJ-^;V50ml, ^ W^lOOml^M 

B H a LTlWMb'frWlO. 57g£#fc 0 

iH-NMRCCDCls) 

a: 3.40 (s, 3H) 3.56(s, 3H) 4.97 (d, J=6Hz, 2H) 5.18 (d, J=17Hz, 1H) 5. 
29 (d, J=10Hz, 1H) 5.96 (ddt, J-10, 17, 6Hz, 1H) 
[0 3 4 5] 





fctilE#2 003-3095844 



mm 2002-280137 



^-v: 166/ 



4-C7-T 1 ; f ^-2, 6-y t V-2, 3, 6, 7-r h y t: Kn-lH-"/y >-8- 

[ffc2 0l] 



7-T >J ;W-8-^ n 0-1, 3-^^ f^-3,7-yt Kn^y >-2,6-v* >1.0g. 

v >-l- * ;i/ # > iiH/f * -r ;n . lg, 1,8- v 7 -9" H" ^ n [5, 4, 0] > -f 

#-7-x>-(DBU) 0.59mK l-p< tf n y y>-2-^ >2ral<7)^tl^M^#H^i 

Ti4o°c<7)«^2B#raM^#L/zo ^rj^^im^^K Ticewmu 

5$afc £ 1 0 ~ 20% (20%2- n / - ;i//H=&.x f ;v)/^t>ty'J * 
lH-NMR(CDCl3) 

5: 1.48 (s, 9H) 3.22 (t, J=5Hz, 4H) 3.38 (s, 3H) 3.53 (s, 3H) 3.56 (t, 
J=5Hz, 4H) 4.75 (d, J=5Hz, 2H) 5.11 (d, J=17Hz, 1H) 5.27 (d, J=10Hz, 1H) 

6.08 (ddt, J=10, 17, 5Hz, 1H) 

[0 3 4 6] 

7_T ij )V-\, 3-^^W-(fc^7y>-W ;l/)-3, 7-yt Kn */y V-2, 



4- (7-T y 3-v^ ^;V-2, 6-v^ V-2, 3, 6, 7-fb7t Ko-lH-^y >-8- 

■i tf^7^>-i-7j;i-^>m^H-7*f-;i/^x-r;n.5g. h y y 
5$gEK7Kl0mU 5*;^aft* y * A7fc?£ift5ml £3J0x.> v * n n ^ * >-e»fch, ^ 




ut 2 0 2 ] 




o 



fcHSE# 2003-3095844 



Wm 2002-280137 



^-v: 167/ 



lH-NMR(CDCl3) 

$: 3.00 (t, J=5Hz, 4H) 3.24 (t, J=5Hz, 4H) 3.38 (s, 3H) 3.55 (s, 3H) 4. 
74 (d, J=5Hz, 2H) 5.11 (d, J=17Hz, 1H) 5.26 (d, J=10Hz, 1H) 6.08 (ddt, J 
=10, 17, 5Hz, 1H) 
[0 3 4 7] 

-y^ Kn^iJ >-2.6-v^> 
Ut 2 0 3 ] 



[0 3 4 8] 



iH-NMRCCDCls) 

2.41 (t, J=2Hz, 1H) 3.04 (t, J=5Hz, 4H) 3.36 (t, J=5Hz, 4H) 3.40 (s, 
3H) 3.54 (s, 3H) 4.92 (d, J=2Hz, 2H) 
[0 3 4 9] 

^«!ll 2 6. 7-T»;;v-8-(3.5-v>^^;vb°^7^>-i-^;M-i.3-v^^;v-3. 

7-^H Kn-/'J >-2.6-v^ V 
UY,2 0 4] 



7-7'J;V-8-^nn-U-y7f;V-3,7-yt Kny; >-2,6-i7;}- >200mg, cis 
-2, 6- v ^ ^ 7 v y 107rag hl,8-v7 -if tf v ^ n [5. 4. 0] *J > 7** -7-^ > 12 

8^ lOl-^^-^-2-eni; K>2ml^^*150t:^T50^r B m#L^o 





H4IE# 2003-3095844 



# m 2002-280137 



i—i?: 168/ 



lH-NMR(CDCl3) 

d: 1.09 (d, J=6.4Hz, 6H) 2.56-2.61 (m, 2H) 3.02-3.09 (m, 2H) 3.38 (s, 3 
H) 3.43 (dd, J=12, 1.6Hz, 2H) 3.54 (s, 3H) 4.71 (dd, J=3.4, 1.8Hz, 2H) 5 
.12 (dd, J=17.2, 1.2Hz, 1H) 5.27 (dd, J=10.4, 0.8Hz, 1H) 6.04-6.14 (m, 1 
H) 

TO 3 5 01 

mmmi 2 7. 7-(7^-2-^-;v)-i.3-v^;v-8-(e^v v>-i-^;v)-3.7- 

KP^') >-2.6-v^> 
a) 4-[7-(y > -2-^ 3-^^ f;V-2, 6-^ t V-2, 3, 6, 7-f f 7 t Kn- 

ih- -7° >; y -8- 4 ;v] tf ^ ^ v > -1- * ;v # > fiE^f 

[lb 2 0 5 ] 



8-?uuT*7 J V >4. 9gi3 «£ TffiiWt'fi V ^A5ge,N-yVf ;V*;VA7 5 K10 
QmlKi&BU l-rn-t-2-y^->2.4ml^tjn£/io 

?5fc?#-U 7-(7'h-2--f-;u)-8-^nn-i,3-v^7^;l/-3,7-v ? t: Kn >-2, 6- 
V* >3.8g&#fc 0 ^-C#£>*l£7-(:7* h-2-^-;u)-8-^ n n-i,3->>^ 
3,7-i^ KD7°'J ^^.e-v^^l.SgiSi^l-e^^vV^^^V^Hy^-^ 
^^■r;i/3.7g^l50 o ClCT lB#F B m#L7'io ^IC^*PL7^JL tWL^^^X 

^^•9->_|^|t^-f-^(l:4)v#£H7>lijJ: ^llifilfc^ta. 6g£#7t 0 
lH-NMR(CDCl 3 ) 




tbfiEitf 2003-3095844 



#JIS 2002-280137 



169/ 



1.49 (s, 9H) 1.82 (t, J=2.4Hz, 3H) 3.33-3.36 (m, 4H) 3.40 (s, 3H) 3. 
52 (s, 3H) 3.58-3.61 (m, 4H) 4.88 (q, J=2.4Hz, 2H) 
[0 3 5 1] 

b) 7-("/h-2->f ~;V)-l,3-v^ ^;U-8-(tf^7 v >-l--f ;V)-3,7-v Kn^'J 
^-2,6-v*> 
2 0 6 ] 



4.[7_(y f _2-/f 3-^ ^ f ;i/-2, t ^ V-2, 3, 6, 7-t Kn-1H- 

nimi5mncjg#U mza^T30^a#t^o **l*»EES*b;fcfc, »aE*NH 
y'j*y;Kr^ afe-cam^s & £ ftfc v V iJ ¥fr : m± > V v T Ifc^t* NH- 
DM2035)£ffiv^# f^7 7^(:tilU Si^^^W^fcti^® J: 

lH-NMR(CDCl3) 

S: 1.82 (t, J=2.4Hz, 3H) 3.13-3.16 (m, 4H) 3.40 (s, 3H) 3.46-3.48 (m, 4 
H) 3.52 (s, 3H) 4.87 (q, J=2.4Hz, 2H) 
[0 3 5 2] 

liWl 2 8. 7-7'J;K8-(2-E KP^r ^JVbf^7 v^-W ;V)-1. 3-v 
* ± ;u-3. 7- v K P -7° 1 J > -2. 6. 2 1 > h 1 J 2 2k ± p ifeg|j^ 
a)2-tKn^y^f;i/t:^7y>-l ) 4- v * ;v ^Ky-fH/f^x^riVx^ 

[ft 2 0 7] 



-10^T^ o ^^^>--l,2,4-b U ^;V^>^l,4-> ? -^H , 7^;V^^-r;V16.52g 





ffifE# 2003-3095844 



mm 2002-280137 



^-v: 170/ 



(DT-Yy^Vuyy > 200ml iti^ h';xf^7$>6. 06gi3 i^no ^fBSK V 

y^7.5ig£M#djn*., 3^ra«#Lfeo RS&Sr^u w-ioT^KSttt; 

> V t7A7.72g^20ml7K?#^'e^aL^o H$W*#L:fc^ fflkx-^fi' 
SOQmlfc «t a«*200nil lNttL»*»IR"eii*l**3(S<b* > U ■> A £o 

•£L£ 0 ^®^7X200mltil^ h U ^AO|^7K?#fclT-M^?f-t, &7jc 

* ~> * A -?tgft&ft& «r MJEEeh* 1 7t o ESS ^y'J*W7A^-7 

.87gf*fco 
lH-NMR(CDCl3) 

1.46 (s, 9H) 1.47 (s, 9H) 2.70-3.12 (m, 3H) 3.44-3.70 (m, 2H) 3.77-3 

.90 (ra, 1H) 3.91-4.05 (m, 1H) 4.15-4.23 (m, 1H) 
[0 3 5 3] 

b) 3-t Kn^y^f;vtX7y>-l-^;^">ffH7'f;^f^ 
lit 2 0 8 ] 

H 

2-tKn^y^f;v tf^< ^ v>-i, 4- v # ;wf>tvlH 7?- ;i^x f ;no. 87 

g<DJL* y -;W300ml?«&~7»fb^ h V * A5.42g£flllx^ 16B#^*n^M Ltz 

o mm^WL&^L, mm*&M^^mmii3£ZF7k5Qmuz&ffiLtzo 
zMTkmm-* *> * a t^^^^^be^* u ans^^s. 46g*#fc 0 

!H-NMR(CDCl3) 

S: 1.47 (s, 9H) 2.48-3.06 (m, 5H) 3.52 (dd, J=ll. 3, 8. 1Hz, 1H) 3.68 (dd 
, J=11.3,3.2Hz, 1H) 3.82-4.07 (m,2H) 
[0 3 5 4] 

c ) 4-(7-T , J ;V-1,3->M-^;V— 2,6, >^*V-2,3,6,7-t- >7t Vu-lE-^V >- 
8- 4 ;v) -3-t: Kn^y^f ;v tf ^ 7 v ^-i-# ;v sK >ai^H x f ;v 



tBfE# 2003-3095844 



mm 2002-280137 



^-v: 171/ 



[ft 2 0 9] 




o ^ 

WW 



3-t: Ka^rv * ^;i/ti^7 y'y-1-* «/#>SK=rf^x^fM. 16g£ffiv* 
•CHJfe^Il 1 8c)^|SI^»Sb, »ffift'frW0.224g*»/io 
lH-NMR(CDCl 3 ) 

*: 1.48 (s, 9H) 2.72-2.89 (m, 1H) 2.84-3.06 (m, 1H) 3.25-3.41 (m, 2H) 3 
.38 (s, 3H) 3.52 (s,3H) 3.66-3.74 (m, 1H) 3.83-3.96 (m, 2H) 4.05-4.17 (m 
, 2H) 4.73 (dd, J=16. 2, 5. 2Hz, 1H) 4.84 (dd, J=16.2,3.2Hz, 1H) 5.12 (d, J 
=17. 2Hz, 1H) 5.28 (d, J=11.0Hz,lH) 6.06 (dddd, J=17. 2, 11.0,5.2,3.2Hz, 1H 

) 

[0 3 5 5] 

d) 7-T V ;V-8- (2- 1 KD^y^f ;U fcf ^ 9 v >-l--f ;V) -1, 3- V * <f- >V-3, 7- v M. 
Knyj V-2,6, b'J7;vtnSfJ| 
Mfc 2 1 0] 



4-(7-TV f 6, y t V-2, 3, 6, 7-f h 7 1 Kn-iH-7"'; >-8 

xmmmi 1 8d)fcP9#tftiu #iMk^-%^#^o 

MS m/e (ESI) 335 (MH+-CF3COOH) 
[0 3 5 6] 

^jfeMJ 2 9. 7-(2-'>»n-7 p peiJ-y , >J. ; y-^-i.3-^^ j y-;v-«-(tf^^y 

>_W ;y)-3. Kp 2Hi ^-2. 6. V2t > h 'J 2Jk±nHM^ 

a) 8- * n n -7- (2- y^aynn''Jy>xf ;V)-l,3-y^f ;V-3, 7- v K n "f V 




fctiliE# 2003-3095844 



#M 2002-280137 



^s-v: 172/ 



^-2,6-v^-> 



[ft 2 1 1] 



o J 



If 7, v ^ > v V T y 7 -fe h W« 9 v -7 A 0. 0288g& £ 0* If* 2> 7 j. - /U 7 * J* 
7 x;* >0.0239g<7)T- F7t Kn-7 7>5mH#?£K MVx-y^-^^V^l- 
tf^ n 7°n fc'^x^-f ;W). 262gOf- b7^KD75 V2. 5ml?§?£*iDx.7t 
o 3£K8-*nn-l,3-y<*?-/l'-3,7-yfc Knyj >-2, 6- 2> h V ^Ai*0 
.476g£ft!x^ 24B#ra^t^ 0 I£^^;W00mli3«£U 5 7K50ml&2jnx^ 4r9-f h 

7)^m^®<t «9ai|B<k^0.079g*#^o 
lH-NMR(CDCl3) 

a: 0.93-0.99 (m, 2H) 1.06-1.14 (m,2H) 3.41 (s, 3H) 3.58 (s, 3H) 5.09 (m 
, 2H) 5.98 (m, 1H) 
[0 3 5 7] 

b) 4- [7- (2-y ^ n 7°n e 'J t'^xf -l, 3-y ^ f ;U-2, 6-y t V-2, 3, 6, 7-r 
h7t Kn-lH-7 0l J >-8-^f ^] y >-l-* ;v-f >SSI=7f ^7 
[ft 2 1 2] 



n n-7-(2-y ^ a 7"a ^ 'J fvif ^)-l,3-^^ f KD7°'J >- 

2,6-v*>'0.077g£fflV>T^fc#!l 1 1 8c) £ IWUtK^LSU lHISft^tfO. 060g£ 

[0 3 5 8] 




ffilE# 2003-3095844 



# m 2002-280137 



^-v: 173/ 



c) 7-(2-v-^ n tf »; t^jc^/iO-I. ^;l/-8-(tf^7 S> >-l->f ;i/)-3, 7 

Mb 2 1 3] 



4_ [7_ (2_ y^n^nn' V f y^)V)-\, 3- v * f - ^-2, 6- v t^rV -2, 3, 6, 7-f- 
b7li Kn-iH-y; ^-S-^^I^^^vV-I-^^^^^IIH^^^^t-^^ 
fflv»T*J6«l 1 8d)fc^:MU SW&fb'^WfcWfco 
MS m/e (ESI) 331 (MH+-CF3COOH) 
[0 3 5 9] 

IMI 3 0. i.3-^^^^-8-(e^^v>-i-^;u)-7-(-7°n-7 p -i.2-^ 

■njV)-3.7-vH Kn^) >-2.6-v^-> }- >J 

4-[l, 3-v^ ^;V-2, 6- v^^r V-7-(7°n 7-1, 2-v^-^)-2, 3, 6, 7--r YyMY 

n -iH- 7" u > -8->f 9 v y -1- * >v # > HHH rfjvxxf^ 
Mb 2 1 43 



4-[l,3-v^;V-2,6-y**V-7-(7u7-2-^-;V)-2,3,6,7-x h9t Kn-1H 
-7 V ^-8-^T ;v] tf^ 9 v >-l-# ;v > 7^ ;v j. * 7- 7- ;vo. 402gco 
f;w;v*^v K5mi?#?£ict-7* / -;M).imi:fe i y «7 At- 7 f^vK 
o.oi5g*ira*^ i6n#ragiB-e#i#Lfco ^b7^-?Ao£&ft7)c?#*fc5mi£3jD 

x.> ^JS^^I^m^f-^50mli3J:i^7K30mncviv^i o £f£mi0%7kv#?&50m 
U £t&7tafcf- h V 7AOlSf07K?#^50mlt^b^ h V <7 A <Dma^^L50mlt? 

'J*W7A^nvb^77^-i:t«IU ^^•^>-@^^;v(3:7)^ffl 
<9 SRIBft^O. 176g*#fco 





ffilE# 2003-3095844 



#0 2002-280137 



^-v: 174/ 



lH-NMR(CDCl 3 ) 

8: 1.49 ( s, 9H) 3.32-3.35 (m, 4H) 3.39 (s, 3H) 3.54 (s, 3H) 3.35-3.39 
(m, 4H) 5.49 (d, J=6. 1Hz, 2H) 7.45 (t, J=6. 1Hz, 1H) 
[0 3 6 0] 

1 , 3- S> > ;v-8- ( t: ^ 7 V 4 )\> ) -7- ( 7°n 7°-l , 2- *Jx.~ ;v) -3, 7- t Kn 

■7* v y-2, v 7 )v * u 

[lb2 1 5] 



4-[l,3-v^^;V-2,6-v^^V-7-(7°n7°-l,2-v^-;V)-2,3,6,7-7 : -h7^ 
Ku-iH-y 0 v >-8--f ;v] tf^v^>-i-*;v#>^HH^;v^^x^*fflv>T 

wji 1 8d)tiBi^«sL, mmik&mitmtzo 

lH-NMR(CD30D) 

S: 3.32 (s, 3H) 3.37-3.40 (m, 4H) 3.50 (s, 3H) 3.62-3.65 (m, 4H) 5.63 ( 
d, J=6.8Hz, 2H) 7.46 (t, J=6.8Hz, 1H) 
[0 3 6 1] 

mmrni 3 l. 7-(7'f-2--f - ;^)-3-^f ;H-(t:^7 y >-l--f JV)-3.7-y 

a) 4-[7-(7* h - ;V)-3-^ f ;V-2, 6-y t 7-2, 3, 6, 7-f h 7 k Kn-lH- 
W.2 1 61 



3-^;v*^>?->l.lg£- N^-^^f;!/*;^!? K15mH3v§^L> j%M% V 
7A1.0g^J:O f l-7'n^-2-7^>0.64ml*]!jp^7to iSt«»t/:fi P 

T$fc?#i-U 7-(7'h-2-^-;v)-3-^f;V-3,7-yt Fn V-2, 6-v^- >1. 3g£ 





2003-3095844 



mm 200-2 -280137 



^-v: 175/ 



#fco ^-e#b^fc7-(-7*h-2-^f^;W-3-p<^;v-3,7-> ? ii Knyj >-2,6-v 
*>1.3g£N,N-v^;t/*;l/.AT^ K15mH~i#MU MTN-^nnx^y>^( 

&L£ 0 ^^s^sh^^u i^m^^wcr^u 7-(r b-2-^-;v)- 

8-^nn-3-^f;V-3,7-yt: Ko/'j >-2, 6-v * >1. lg£#£o ZhK^htt 
f : 7.(y (,.2-^ - ;i/)_8-^ dd-3-^ f ;V-3,7-y t Kn^'J >-2, 6-v* >-1.4g 

& «t t>i- ^r/>* ;v s /ti=7*f ;v2. 8g fc i5o°c tti nmmw 

frjjy&tu^Ylfvy 4 ^^>-I1^^Ml:4)^ffi^li£ 

«fMfc^trt. lg£#7c 0 

lH-NMR(CDCl3> 

1.49 (s, 9H) 1.82 (t, J=2.4Hz, 3H) 3.35-3.37 (m, 4H) 3.47 (s, 3H) 3. 
58-3.61 (m, 4H) 4.85 (q, J=2.4Hz, 2H) 7.73 (s, 1H) 
[0 3 6 2] 

b) 7- (7 b-2-^;v)-3-^;v-8-(vf^ ^>-W^)-3,7-yt Kn/'j y-2 
,6-v*>- 

mi2 1 7i 



4_[7_(7^_2-xf ~;i/)-3-^;V-2,6-v**V-2,3,6,7-7- h^fc Kn-iH--7°i; 
>_8~-f ;v] fc:^ y>-l-*^^>tl=7*f;vx^f^*fflv^i»a 1 2 7- 

lH-NMR(CDCl 3 ) 

8: 1.82 (t, J=2.4Hz, 3H) 3.02-3.05 (m, 4H) 3.37-3.39 (m, 4H) 3.48 (s, 3 
H) 4.85 (q, J=2.4Hz, 2H) 
[0 3 6 3] 

^mmi 3 2. \7-(-7h-2-4-)\s)-3-*?-)V-2.6-*J± *V-R-(\£'<<yVy-l 




ttill# 2003-3095844 



mm. 2002-280137 



i? : 176/ 



-4 ;M-2.3. fi. Kn v-i-^f jklJIMiL^jk^xik b U 2Jk± 

l it 2 1 S_L 



4-[7-(7* h-2-^^;V)-3-^^;V-2,6-v^-^V-2,3,6,7-T- Kn-lH-T" 



MS m/e (ESI) 375 (MH+-CF3COOH) 
[0 3 6 4] 

mmmi 3 3. r7-(^b-2-^-;v)-3-^^;u-2.6-v^-^v-R-(^^- ; 7 v>-i 



MS m/e (ESI) 389 (MH+-CF3COOH) 
[0 3 6 5] 

mmmi 3 4. 7-(7*h-2-^ =.)V)-\-(2-* h^r->J:^-;V)-3-^^;V-8-(^ 0 ^ 





£tliE# 2003-3095844 



#IS 2002-280137 



^-v: 177/ 



[1H2 2 Qj 




/>-N N-H HO 




[0 3 6 6] 

2--7'n^e^^;v^f-;v^-7";V^fflv^T^»iJl 3 2 £ |WMf ^#kitU Umit^- 

MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 3 6 7] 

^MLl 3 5. 7-(7' h-2-^f-;V)-l-(2-^ fjryxf^)-3-^f;i/-8-(^ 
v 2 y-\-4 )V)-3. 7- v H Kn 721 >-2. 6- v ± > hJUZ ^Hnftli 
L£E 2 2 11 



MS m/e (ESI) 375(MH+-CF 3 C00H) 
[0 3 6 8] 

mmmi 3 6. 7-(-7^-2-^-;M-3-^^;v-8-(e^^v^-l-^Ji/)-l-(-7°n 
fr°-2-^~;i/)-3.7-vti Fn-7°iJ >-2.fi-v^-> MJ 7 PlCTj& 

[It; 2 2 2 ] 





MS m/e (ESI) 341 (MH+-CF3COOH) 
[0 3 6 9] 



ffitE# 2003-3095844 



#K 2002-280137 



178/ 



[4b 2 2 3 ] 



l_7*D^-2-:/^>£ffiV>Tf!g«!]l 3 2 ^ittlL, ^fB-ffc^^^o 
MS m/e (ESI) 355 (MH+-CF3COOH) 
[0 3 7 01 

13 8. f7-(-7* h-2--^ -;M-3-^ ^;U-2. 6-yt^V-8-(nV7v>-l 

-^;v)-2.3.6.7-ir h Fp-t^J >-i-^ ;H-y-fe L^JLilik bJi 7;vtni 

hi*. 2 2 4i 



MS m/e (ESI) 342 (MH+-CF3COOH) 
[0 3 7 1] 

jfefiftflHl 3 9. 7-(7*h-2-^-iV)-l-xf;W3-^f;M-(tf^7y>-l-^;V 

)-3.7-y^ Fn-7°^ >-2.6-v^-> h >j y)\y^uwmm 

1^2 2 51 



MS m/e (ESI) 331(MH+-CF 3 C00H) 
[0 3 7 2] 






tiifE# 2003-3095844 



#M 2002-280137 



^—7: 179/ 



\-4 ;U)-3.7-v£ Kn^iJ >-2.6-v:fr> b U 2ik±PBM^ 
HE 2 2 61 



MS m/e (ESI) 345 (MH+-CF3COOH) 
[0 3 7 3] 

mum 14 1. 4-T7-(-7* T>-2-^f ~;i/)-3-^ ±ik^ 6-^t#V-8-(^^y> 
Uh 2 2 71 



MS m/e (ESI) 417 (MH+-CF3COOH) 
[0 3 7 4] 

gjftfll 14 2. 7-(yh-2--f^^-l-(2-E KD^r'>xf^)-^f^-8-(^ 
^7 v >-!--< ;v)-3. 7- Kn^'J >-2.6-v^> b !i 2Jk±*&%£M 
UH2 2 81 



2-(2-7'o*xb^y)f b7t Kn-2H-tf7>£JBv>T||»!ll 3 2 
MS m/e (ESI) 347 (MH+-CF3COOH) 





o 




mgE# 2003-3095844 



2002-280137 



^-v? : 180/ 



[0 3 7 5] 

mmm 14 3. i-^>^;v-7-(-7* h-2---f ~;^-3-^ ^-8-(tf/^ zry=l=d 
lit 2 2 9 ] 



[0 3 7 6] 

^>v>'^-7'n^ K£fflv>T#|»!ll 3 2 h IW^mS U ^ffi^#*#7t 0 
MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 3 7 7] 

&mw 14 4. 7-(rh-2-^-;u)-i-(4-^pp^>v;u)-3-^^;u-8-(e^ 

^i;>-l-^;M_3,7-^t: Kp-7°U >-2.6-v*> f iJ Zik±PlfeM^ 
Ut2 3 0] 



MS m/e (ESI) 427 (MH+-CF3COOH) 
[0 3 7 8] 

jgjfeMi 4 5. 7-(7 - D n^>y ;l/)-3-^ f M-(tf^ 

>-l->f ;v)-3.7-vti Kn-/') >-2.6-v^-> b ]} yfrXumwm. 
[ft 2 3 1] 



3-^DA>y>7n? K£ffiv>T#l»Jl 3 2 h P^iiK^a U #ffift^£ 






miE# 20 0 3- 3095844 



mm 2002-280137 



^-v 9 : 181/ 



MS m/e (ESI) 427 (MH+-CF3COOH) 
[0 3 7 9] 

mmmi A 6. 7-(-7*f-2--f ^;V)-l-(2-»nn^>^;i/)-3-^^;v-8-(bf^ 
r>'>-l-^v)-3.7-vii Kp-7°»j >-2.6--y:j-> K 1; 7;i/tngfelil 
Hfc 2 3 2 ] 



[0 3 8 0] 

%tz Q 

MS m/e (ESI) 427 (MH+-CF3COOH) 
[0 3 8 1] 

mm.mi a 7. i-(^y-2--( -)v)-?,-^^-)]y-\-\(2-^^v-2-y a.=-)v)^ 

;v1 -8- ( e ^ 2 ^ >-i 2k) -3. 7-y H K p 7° 'J >-2. 6- 2 ± > h2L2Jk±M i£B§ 
Mb 2 3 3 ] 



MS m/e (ESI) 421 (MH+-CF3COOH) 
[0 3 8 2] 

mmmi A 8. 7-(7*Y-2-J ~)]/)^-\\2-U-?uu>7 x.=.)V)-2-**^^ 
;M-3-^ f-;l^-8-(fc:^v v>-l-^;i/)-3.7-~y^ Kn-7°iJ >-2.6--J^y F')7 





ttliE# 2003-3095844 



#H 2002-280137 



^- V : 182/ 



Ut2 3 4] 



ci 




O^N^N ^ F 



MS m/e (ESI) 455 (MH+-CF3COOH) 
[0 3 8 3] 

Ml 4 9. 7-C7'h-2-Y^;M-3-^^-;i/-l-(2-^^V7 p nb:;u)-8-(e^ 
^v'>-i-^;v)_3,7-vti EP_2Hi >-2.fi-v^-> h 12 Z2k±PffeM& 
[It 2 3 5 ] 



MS ra/e (ESI) 359 (MH+-CF3COOH) 
[0 3 8 4] 

ggjffefffll 5 0. i-(2-^>v;v^-^-v^^;v)-7-(-7''h-2-^-;M-3-^^-^-8- 
(e^vv>-l-^;l/)-3.7-vb: Kn7') >-2.6-v^->- ^ 12 y)V^uWm.^ 
Ut2 3 6] 



^>v;V2--7*o^ji^;v^-t-^^Mv^T^»!I 1 3 2 t IwpitK^SU ^IB^t: 

MS m/e (ESI) 437 (MH+-CF3COOH) 
[0 3 8 5] 

till 5 1. 7-(-7^-2-^-Jl^-3-^;V-l-(2-'7^y ^rV^^;M-8-(H° 
-3.7-^fc Kn^iJ y-2.6-'^^> h ]} 7)]/jrummm 





miE# 2003-3095844 



#H 2002-280137 



^-V: 183/ 



[lb 2 3 7 ] 



a 



S o 



MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 3 8 6] 

5 2. 7-(-7^-2-^-;v)-3-^^;u-i-(i-7^-;v^^-;v)-8-(tf^ 
^ 2 ;M -3. 7- v ^ K p -7° ]} y-2. 6zl2± > LlLZikJ: HIM 
[ft 2 3 8] 



(l-yn^e^^;v)^>-tf> : &Mv>T^M^I l 3 2 fcH&fc&SU #ffift-^%£ 

MS m/e (ESI) 407 (MH+-CF3COOH) 
[0 3 8 7] 

mmmi 5 3. 7-(yf-2-^^;v)-3-^f;v-i-(2-t^V7 > f;u)-8-(^7 
y >-i-^ ;v)-3. 7-y H Knf) >-2. 6-^ * > b 12 2 2k± gJIM^ 
[ft 2 3 9 ] 



MS m/e (ESI) 373 (MH+-CF3C00H) 
[0 3 8 8] 

mum 15 4. 4- r7- ( -7' h -2- ^ ;M -3- ^ ± ;v-2. s-y ^ ^ v -8- ( 2 2 > 





tfJfE# 2003-3095844 



#H 2002-280137 



^-v: 184/ 



-i->f -2.3.6. 7--f- h 2Jg Kny) >-W ±jkl£j> VIE hJUk L.LL2 
L012 4 01 



MS m/e (ESI) 418(MH+-CF 3 C00H) 
[0 3 8 9] 

$M1 5 5. 3-r7-(-7^-2-^-;V)-3-^^-;i/-2.6-y^-^rV-8-(e^^ V> 
L012 4 1] 



MS m/e (ESI) 418(MH+-CF3C00H) 
[0 3 9 0] 

jMl 5 6. 2-r7-(-7 < h-2-^-;V)-3-^^;V-2.6-v^-^rV-8-(tf^V 9 J> 
-1-^;V)-2.3.6.7-t- h ^ fc: Kn7'') >-i-^;i/p{^;i/l-^>v^ ;l/ h 2 

UK 2 4 21 





N 




miE# 2003-3095844 



mm 2002-280137 



^-v: 185/ 



MS m/e (ESI) 418(MH+-CF3C00H) 
[0 3 9 1] 

gflfcffl 15 7. 4- f7- f-/V-2->f^ -3- g; ;i/-2. 6- V t±^=d^2 2. > 

[1H2 4 3] 



4-(rn^^;i0£&#m^^^*^£ffiv*T^$I 1 3 2 t KiMI 

MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 3 9 21 

mMiM 15 8. 3- f7- (f h-2-4- )V) -3- ^ ± )V-2. t^V-8-(^7 v > 
-l-^;M-2.3.6.7--7- h 2J£ KPT*') y^jJkjL^M^M^^A^Jk^^Jk 

Uh 2 4 41 



MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 3 9 3] 

mmmi 5 9. 7-(7h-2-^~;v)-3-*^jw-i-(2-7ji~ji^^;i/)^-(if^ 





HSiE# 2003-3095844 



2002-280137 



^-> ? : 186/ 



Wb2 4 5] 

^AVn^n-h ho V 

O N N w F F 

I 

(2-^P«^;u)^^*>£JEv*T#l*fe$l 1 3 2 fcHUUc&SU WSB<fc^%* 

MS m/e (ESI) 407 (MH+-CF3COOH) 
[0 3 9 4] 

mmmi e o. 7-(-r 1-2-4 ~jv)-3-^;v^(t^^>-w;v)-i-(fcfij 

s;>-3-^jMf;v)-3.7-^n EnjzHJ >-2.6-y^> h U 2Jk±HHM^ 
Mb 2 4 6] 

V O^N^N ' Fp 

I 

3- (rn* ^ f ^) e»J ^^bK*Btffi*Iv^^ 1 3 2 fc^tML, 

SM&fb'fr'l&fcf&fco 
MS m/e (ESI) 394 (MH+-CF3COOH) 
[0 3 9 5] 

fiii 6 1. 7-(-7^-2-^^;v)-3-^^;w8-(tf^v->'>-i-^;i/)-i-(eu 
y >-4-^ )V * ± ?v) -3. 7- v b K p -7" 12 y-2. 6- v ^- > T> u 7 a- P ffelfejfe 
Kb2 4 7] 

I 

4- (7ui=*^)l<) fc?D ^^*^b*t*BftaL«rfflv*"r||Jfe« 1 3 2 tPlttCMU 

IM&fb'frWfcf&fco 
MS m/e (ESI) 394 (MH+-CF3COOH) 
[0 3 9 6] 

3Ettfll 16 2. ^2-r7-(^h-2-^^;V)-3-^f-^-2,6-y^-^V-8-(^^7 

ffiH# 2003-3095844 



mm. 2002-280137 



^-v! 187/ 



ysz-l-^f >M -2.3.6.7-t- h7H KQ-^iJ JVj x^;l/x^f;U b !J Zik 

a) 4-[7-(7'h-2-^^;V)-l-(2-li VX2*i,x.?-)\,)-3-**?-)V-2,&-*J** V-2 

Kb 2 4 8] 



443.^ f jV-7-(7 h x;v)-2, 6-^ t V-2, 3, 6, 7-f h 7 Kn-lH--/ 
i; >_8-^;V]e^7^>-l-*;v^^m^H^;v^^x^0.30g^J:TOm* V 
?A0.21g£N,N-v^?^W*;VAT5 KlOmHC^U 2-(2-yo*x>^y)r 
h n Kn-2H-tf9>0.23mlfc:&n;l;fco ^^C^WL/c^u ft»xf^i:t 

<b ttfc^^tC jr. ^ 7 - ;H0ml *5 X V? M 'J ^xt>Ap-h JVx > x ;v * * - h 60mg£ 
Snx., 60°CKT3B#F B m#L£ o a£?£&^:£rU Wv'J^^^A^n 

^0.14gfc#fc o 
lH-NMR(CDCl3) 

a: 1.49 (s, 9H) 1.82 (t, J=2.4Hz, 3H) 3.34-3.37 (m, 4H) 3.51 (s, 3H) 3. 
58-3.60 (m, 4H) 3.87 (t, J=7.2Hz, 2H) 4.28 (t, J=7.2Hz, 2H) 4.85 (q, J=2 
.4Hz, 2H) 
[0 3 9 7] 

b) mn- [7- ( f h -2- -f - )V) -3- ^f;V-2,6- v ^ 3r V -8- ( H° ^ 9 S> > -1- 4 
)-2,3,6,7-t- f7t Kd^'J >-i-^;v]-^^-;v^X-r^ h l J "7 ;i/ 3" n 
Mb 2 4 9 ] 





ffifE# 2003-3095844 



#H 2002-280137 



i-y ; 188/ 



4-[7-(r h-2--f -;V)-l-(2-t KD^yxf;V)-3-^f;i/-2, 6-v V-2, 3, 6, 
;V20mg£ ^ n n ^ ? > lml icj#j§? 7jci£T h V xfiVT 5 >Ufx K ^ 



MS m/e (ESI) 389 (MH+-CF3COOH) 
[0 3 9 8] 

16 3. &&m%2-[7-(7°Y-2-4 ~;V)-3-* ^;W-2. £=i£±± V-8-(bf 

^ v>-1-^;v)-2.3.6.7-t- h 9t Kn-^y >-i-^f -f-;v b !2 

Uh2 5 01 



^V^Mn'J KSrffiv^-rHifeMl 6 2-b) tR&fcgyffiU £IfBlt^£# 

MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 3 9 9] 

MMMl fi4. 3-^^;v-7-(3-^^;V7^-2-^— ;i/)-8-(^7S>'>-M 
3.7-vfc: Kn-7°iJ ^-2.6-v^-V 

a) 4-[3-^f L ;W-7-(3-^^;i'^h-2-i-;V)-2,6-v^^y-2,3,6,7-T- h^ti K 




fflSE# 2003-3095844 



m M. 2002-280137 



189/ 



Kb 2 5 n 




°7< 



3-^ f-^*-* >^ y is J: Xf\--?u -t-3-^ ^)V-2-^7- V ^TmMM 1 3 1a) 
lH-NMR(CDCl3) 

a: 1.48 (s, 9H) 1.74 (s, 3H) 1.75 (s, 3H) 3.17-3.20 (m, 4H) 3.47 (s, 3H 
) 3.56-3.58 (m, 4H) 4.70 (d, J=6.0Hz, 2H) 5.38 (t, J=6.0Hz, 1H) 7.71 (s, 
1H) 

[0 4 0 0] 

b) 3-^^;v-7-(3-^^;v--7^-2-^^;v)-8-(tT^^v>-i-^;v)-3,7-> ? ^ Ku 
UH2 5 21 



4-[3-^ f M-(3-> f ;vy h-2-x-;P)-2, 6-^*^7-2, 3, 6, 7-f hyfc Ku- 

1 2 7b)fcR|^H«!.au «HBflS'fr*&*#fco 
!H-NMR(CDCl3) 

a: 1.67 (s, 3H) 1.68 (s, 3H) 2.94-2.96 (m, 4H) 3.14-3.16 (m, 4H) 3.42 ( 
s, 3H) 4.61 (d, J=6.0Hz, 2H) 5.33 (t, J=6.0Hz, 1H) 
[0 4 0 1] 

MMMJ 6 5. l-xf;i/-3-^f;i/-7-(3-^f^7 ? f-2-x^;U)-8-(tf^7v 
>-l-^;i/)-3.7-V H KP-7°U >-2.fi-S^> I- i) "7 ;l/ ^ OffeBg j» 




WfE# 2003-3095844 



#M 2002-280137 



^-v: 190/ 



Uh2 5 31 




4 / — \ 



/>-N N-H HO 




MS m/e (ESI) 347 (MH+-CF3COOH) 
[0 4 0 2] 

mmmi 6 6. l-TiJ;W3-^^;V-7-(3-^^^-7^-2-^-^)-8-(bi^vv 
y-W ;V)-3.7-vt: Kp^J >-2.6-v^> b !J Z2k±PifeBfett 
LtH2 5 41 



MS m/e (ESI) 359 (MH+-CF3COOH) 
[0 4 0 3] 

gjgfcMl 6 7. i-^>^;v-3-^^;u-7-(3-^^-;V7^-2-^-^)-8-(e^v 
v-^-l-^;l,)-3,7_^H Fn^'J >-2.6-v:*> )> Zik±PHM^ 
Lttl2 5 Si 



MS m/e (ESI) 409 (MH+-CF3COOH) 
[0 4 0 4] 

16 8. 1. 3-v^ -f-;i/-7-(3-X f f-2-xz;M-8-(^7y 





ihiE# 2003-3095844 



#H 2002-280137 



^-v I 191/ 



[ft 2 5 61 




MS m/e (ESI) 333 (MH+-CF3COOH) 
[0 4 0 5] 

mm\ 16 9. "3-,* -?-;l/-7-(3-^ f-2-^ - ;i/)-8-(t^7 v^-l->f ;V) 

-l-v°n b'^-3.7-yH Kn7''J >-2.6-v^-> f ?j ZikilgfiM^ 
[ ft 2 5 7] 



MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 4 0 6] 

mmmi i o. 3-^;v-i.7-ex-(3-^fiv/f-2-x^^)-8-(^7y>- 

1-^;V)_3,7-^^ Kn-7°iJ >-2.6-y*> b ]} y)V*mmm 
[ft2 5 8] 



MS m/e (ESI) 382 (MH+-CF3COOH) 





tBiE# 2003-3095844 



#SI 2002-280137 



s<-i? I 192/ 



[0 4 0 7] 

till 7 i . 3-^^;v-7-(3-^^-;i/^h-2--^-;M-8-(tf^^ 
-1--7°P -f-2-J — ;V-3. 7-v H Kn 2l!j >-2. fi-v^- ^ b >J 7 2k± PffeBfrtSj! 
Uh2 5 91 



MS ro/e (ESI) 357 (MH+-CF3COOH) 
[0 4 0 8] 

17 2. r3-^;V-7-(3-^;l^h-2-^~;U)-2.6-^^ y_ 8 _(tf^ 
7y'>-MjV)-2.3.fi.7-rF7E >-l--Y;Vli^.x^;i/.Ji^^;y b 

L012 6 01 



MS m/e (ESI) 404 (MH+-CF3COOH) 
[0 4 0 9] 

ggfrfefrll 17 3. l-(2-b: K D y x f ;y ) -3- ^ f ;i/-7- (3- ^ f ;V 7 f -2-x - ;V 
)-8-(b°^ v>-l-^;V)-3.7-vfc: Kp-7°U >-2.6-v^-> h ij 7 ;]/ ;j- P jgfeHg 





tblE# 2003-3095844 



¥?m 2002-280137 



^-v: 193/ 



UL2 fi 1 1 





✓>-N N-H HO 



O^N^-N 



2-(2-7ntxh^y)f b7t Ko-2H-tf^>^fflv^T^»Jl 3 2 t|WMf^#k 

MS m/e (ESI) 363 (MH+-CF3COOH) 
[0 4 10] 

^3fegy 7 4 . 3-^^;v-7-(3-^^-;W7^-2--^-;i/)-i-(2-±^V7°ne;^- 
8-(tf^^ >-l-^;l/)-3.7-v?£ >-2.6-i?*> 'J ~7 )Vir nfffelfi^ 

[iH2 6 2 1 



MS m/e (ESI) 375 (MH+-CF3COOH) 
[0411] 

mMMl 7 5 . 2-r3-^^;i/-7-(3-^^;V7^-2-^^;V)-2.6-y^-iirV-8-(e 

LQL2 6 3J 





tblE# 2003-3095844 



# m 2002-280137 



^-v: 194/ 



MS m/e (ESI) 376(MH+-CF 3 C00H) 
[0 4 12] 

liil 7 6. l-(2-^ b 4yxf ;V)-3-^ f ;V-7-(3-^f ^7^-2-x^;u)- 
Mt2 6 41 

7 T N-H HO^V F 

I 

2-7*n^;c^;i^f-;WL-^&^T||»!ll 3 2 t^lCliIL, ^ffijb^ 

MS m/e (ESI) 377 (MH+-CF3COOH) 
10 4 13] 

17 7. ^;V-7-(3-^ -f-;V7^ h -2-^-;V)-2. * 

r-fK2 6 51 




o 

MS m/e (ESI) 358 (MH+-CF3COOH) 
[0 4 14] 

mmmi 7 8. i-r2-(4-> ? x.^;VT< /_2 jL-;v)-2-;j-^yj^;i/l-3-;<^;^ 
-7- (3- -2- J. - ;y) -8- ( g/g 7 v > -1- 4 ;M -3. 7- v M K P 7° U > -2. fi- 



ffifE# 2003-3095844 



mi 2002-280137 



^-v: 195/ 



lit 2 6 6] 




2-7*n^-4'-(y xf ;vr $ y ) 7-b h 7 x ; > ^ffl^t, miMM 1 3 2£|i*l«K 

MS m/e (ESI) 508 (MH+-CF3COOH) 
f0 4 1 51 

mm 17 9. l- \2- (2. 5- v ^ h ^ v 7 ^ - ;v) -2- ^ ^ v -3- ^ 7- )U-7 

-(3-*^)W7° h -2-j^~;i/)-8-( v >-i-^f ;v)-3. 7-^H Kn -7°'} >-2. fi--y 

2 6 7 ] 



2-7 , n^-2 , ,5'-y^ h *i>T-t: h 7 x / > &fflv>T, HMM 1 3 2 h|W|;ff^#l 

MS m/e (ESI) 497 (MH+-CF3COOH) 
[0 4 16] 

^Mll 8 0 . 3-^^;l/-7-(3-^ ^-;V7'h-2-^-;V)-l-r2-^^rV-2-r4-(bl 
n ij y ;y) 2 x~;H J^;H-8- ( If ^ g 2 >-l-^f ;V)-3. KpV 1 ) 

>-2,6--y^-^ h2i7jk±vmmm 

Ut2 6 8] 





tf}fjE# 2003-3095844 



#M 2002-280137 



^-v: 196/ 



MS m/e (ESI) 506 (MH+-CF3COOH) 
TO 4 1 71 

gjfcMi 8 1 . 3-^^-;V-7-(3-^^;i/^h-2-x^;v)-i-r2-(2-_ h P7^_ 
{it 2 6 9 ] 



MS m/e (ESI) 482 (MH+-CF3COOH) 
TO 4 1 81 

;u ;y) -a - (e^v^>-l- 7-vk: KP"7 0 iJ >-2.6-^;j-> h 1) ~7;v 
[^2 7 0] 



2-rn^r-b t> "7^7 >£fflv>T, H»!ll 3 2t»:MU tH31fc^£ 

MS m/e (ESI) 437 (MH+-CF3COOH) 
[0 4 19] 

Wm 18 3. 3-p< ± )V-7- (3-^f-;^/> ~2-x^ ;v) -1 -(2-** V -2-/* 2 





tBSE# 2003-3095844 



2002-280137 



s<-zS: 197/ 



Ut2 7 1] 



MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 4 2 0] 

mwrni 8 4. l-f2-(4-^ nn-7^^;l/)-2-^-^rVJ.^;ul-3-^^;V-7-(3-^ 
f 7 h -8- ( tf^ 7 y - Jt') -3. 7-y t: Kn-^J >-2.6-v^-> 

[-ft 2 7 2 ] 



MS m/e (ESI) 471 (MH+-CF3COOH) 
[0 4 2 11 

^flS ffl 18 5. 3-* ^;v-7-(3-^ ^;V7^ -2-^~;^)-i-r2-(4-~ fn7x^ 

;v)-2-^-^v-x^;vl-8-(e^v^>-i-^;i/)-3.7-vH Kp-7°'J >-2.6-v^-> 
h')7;HPKiI 





mtiE# 2003-3095844 



#H 2002-280137 



^-v : 198/ 




Ut 2 7 3 ] 

J / — \ o 

/>-N NH 
O^N N N — ' 
I 

[0 4 2 2] 

2-7n^'--Fn7^rf7xy>»T, %WH 1 3 2 i|i|ft:ML, HI 

MS m/e (ESI) 482 (MH+-CF3COOH) 
ro 4 2 31 

ggftfefflll 8 6. l-r2-(2.4-y>t b y 7 x -;V)-2-^- * ^-;V-7 

-(3-^^;v^h-2-J.^;w)-8-(e^^v>-i-^;v)-3.7-v^ Kn-/') >-2.6-v 
Mb 2 7 4 ] 




pF 

nil *~ N v NH ' 0 



IU IK*fb^*f#fc 0 
MS m/e (ESI) 497 (MH+-CF3COOH) 
TO 4 2 41 

18 7. 4-f2-r3-^ f;V-7-(3-^f;V7h-2-x-;M-2. 6-v ^ V-8- 

(e^v>-l--Y;l^-2.3.6.7--r h ^ £ Kp^J >-W ;vl T-b^;H^> '/^ 



miiE# 2003-3095844 



&m 2002-280137 



199/ 



[ft 2 7 5] 




MS m/e (ESI) 462 (MH+-CF3COOH) 
[0 4 2 5] 

mmmi 8 8. l-fc-fc-* h^y7^;i/)-2-^y:^;)/l-3-^;i/-7-(3- 

[ft 2 7 6] 



MS m/e (ESI) 467 (MH+-CF3COOH) 
10 4 2 61 

gjfeMl 8 9. i-f2-(3-^ f^v-7^^;v)-2-^-^v.x^;vl-3-^^;v-7-(3- 
^^;v7^-2-x.-;v)-8-(e^^y>-l-^;v-)-3.7--^t: kp^') >-2.6--y^> 

[ft 2 7 7 ] 





miE# 2003-3095844 



#M 2002-280137 



^-v: 200/ 



MS m/e (ESI) 467 (MH+-CF3COOH) 
TO 4 2 71 

[ft 2 7 8 ] 



2-rn-t-i-(3-^^-;i/)-l-Jc^y >^^v^T, ^i&^J 1 3 2 fcpg&fcgyffiU 

MS m/e (ESI) 443 (MH+-CF3COOH) 
TO 4 2 8] 

gjfcH 19 1. 3-^¥-;V-7-(3-^^;V7^-2-^-;V)-l-r2-^-^rV-2-(bfiJ V 
>-3-^;v) J.^;vl-8-(tf^v^>-l-^;v)-3.7-^n Kn7') v^.G-v^-^ 
f'J7J^n^ 

[tt2 7 9] 



3-(7"n*7^rf;u)t:' ; yvfcJB^T. 1 3 2 fcEtifcfc^fcSU MfBftl=r 

MS m/e (ESI) 438 (MH+-CF3COOH) 
TO 4 2 91 

till 9 2. i-^>-b'>^;V7^^;v^^-;v-3-^-^;v-7-(3-^^;V7^-2- 





ffilSE# 2003-3095844 



# m 2002-280137 



^-v: 201/ 



gum 

[ft 2 8 0 ] 



^Dn^f;i,7x;^H>»t, IH»J1 3 2 litff *Iffift 

MS m/e (ESI) 473 (MH+-CF3COOH) 
[0 4 3 0] 

mmmi 9 3. 3-^^-;i/-7-(3-^^-;i/'7^-2-^^;v)-i-(2- i 7^-;i/^^;v)- 
8-(tf^ y'>-l--fjv)-.17-yn Kpy°*J >-2.fi-S^> h »j pfffeBMfi 
[ft 2 8 1] 



MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 4 3 1 1 

&mmi 9 4. 3-^^;v-7-(3-^^-^-7^-2-^-;v)-i-r2-(4-- h p-7 
. *PM*Jt 





ttJSE# 2003-3095844 



2002-280137 



^-v: 202/ 



[it 2 8 2 ] 




o 



MS m/e (ESI) 468 (MH+-CF3COOH) 
TO 4 3 21 

itil 9 5. l-f2-(4-^ h^r->7x^.jl/)Ji-f-;Vl-3-^-f-;V-7-(3-^-f-jVr 
h-2-^-;V)-8-(fci^ >;>-i-^;v)-3.7-yH Kn^U >-2.6-^^-> hlLZ 

Mb 2 8 3] 



l-(2-^nnjn^;l/)-4-^ h^y^>-t*>^v^, H JfeM 1 3 2 i: IW^S 

MS m/e (ESI) 453 (MH+-CF3COOH) 
[0 4 3 31 

mWMl 9 6. 3-^-f-;i/-7-(3-^^-;urh-2-JL-;i/)-i-Q-^^;U-2-7^- 
;v -8- (\£s<7i?>-l-4 )U) -3.7-^fc: Kny^J >-2.6-S^> W 7 

Ut2 8 4] 





miE# 2003-3095844 



Wm 2002-280137 



203/ 



2-rn^-i-7x-j^D/^^ffli>t > mw.ni 3 2 t ranters u mie^ 

MS m/e (ESI) 437 (MH+-CF3COOH) 
fO 4 3 41 

^iSfeffili 9 7. 3-^^-;v-7-(3-^^;V7^-2-x.-;v)-8-(tf^^ 
-l-r2-(tinn-l-^;M xf ;i/1-3.7-vt: Kp-7°'J >-2.6-->^> h 'J yjVJru 

[-ft 2 8 5 ] 



MS m/e (ESI) 412 (MH+-CF3COOH) 
[0 4 3 5] 

[<t 2 8 6 ] 



MS m/e (ESI) 449 (MH+-CF3COOH) 
T 0 4 3 6 1 

mWM 19 9. 3-^ ± )V-1- (a-**fr-fh -2-3- =- ;M -1 - (3- 7x^-/ntf^ 

)-8-(tf^v> ? >-i-^;v)-3.7-> ? b: Kpt*') >-2.6-v^-> fc U 7^tnft» 





mi£# 2003-3095844 



Qfem 2002-280137 



^-v : 204/ 



Ut 2 8 7 ] 




9^ F F V 
•J JlVn^nh ° 

O N N s — ' 



.OH 



MS ra/e (ESI) 437 (MH+-CF3COOH) 
TO 4 3 71 

mmm2 0 O. 4-\2-[3-*?-)V-7-(3-**)l'7Y-2-J^~)l')-2.6-~J**V-&~ 
Mb 2 8 8] 



4-(2-'7'D^^;v)^t#m : SrfflV>-C > I»J1 3 2 h |Wp|f KMS U HfB4k^ 

MS m/e (ESI) 467 (MH+-CF3COOH) 
f 0 4 3 81 

mifaM2 0 1. 3-^^;V-7-(3-^^;V-7^-2-^-;V)-l-(2--7^ / ^yxf/V 
)-8-(bV77>-l-^l/)-3.7-yb KP-7°iJ >-2.6-v^-> f')7^tnl^ 




OH 



tBf£# 2003-3095844 



#0 2002-280137 



^-v: 205/ 



[ft 2 8 9] 



o 




MS m/e (ESI) 439 (MH+-CF3COOH) 
f 0 4 3 9 1 

^jfegiL2 0 2- 3-^^;i/-7-(3-^^;v^^-2-ji^;v)-i-(3--7^/ ^v-7°ntf 
[ft 2 9 0] 



MS m/e (ESI) 453 (MH+-CF3COOH) 
[0 4 4 0] 

Hfc2 9l] 





{±iiE# 2003-3095844 



#SI 2002-280137 



206/ 



MS m/e (ESI) 434 (MH+-CF3COOH) 
TO 4 4 11 

2 0 4. l-(2. 6-^» PPjfU y >-4-^ JV * ^;i^)-3-^ ^;V-7-(3-^ 
Mb 2 9 2 ] 



4-(yn^^;i/)-2,6-v*nnt?i; v^^fflv^T, 1 3 2 tlWI^^a 

MS m/e (ESI) 479 (MH+-CF3COOH) 
TO 4 4 21 

MMM 2 0 5. 3-* -?-;w7-(3-^ -?-;v-7* T-^-x-^-l-te-- T> a^>y^)- 
[it 2 9 3 1 



2--fn^>y>7n^ KSrffl^T, 1 3 2 h P^l^g U Ufaib-^ 

MS m/e (ESI) 454 (MH+-CF3COOH) 
TO 4 4 31 

ttW 2 0 6. 1- (2- -7 ;u * p g > y ;M -3- £ ;v-7- (3- y jv^Lk -2- j. — )V 
) - 8 - (bf^^v^-l-^;!/) -3.7-^bl KP*/') >-2.6-^>- h i) ~7)Vj-umm. 




9 ^ 




ttiiE# 2003-3095844 



mm. 2002-280137 



^-v: 207/ 



[it 2 9 4 ] 




MS m/e (ESI) 427(MH+-CF 3 C00H) 
TO 4 4 41 

3mM2 o 7. i-(2-»pp j.^-;v)-3-^^;v-7-(3-^^;i/^h-2-^.r.;v)-8- 
[ft2 9 5] 



MS m/e (ESI) 381 (MH+-CF3COOH) 
[0 4 4 5] 

WfaMJZ 0 8. i-(3-^<>v;v^-^->-7°Pt:;v)-3-^^-;i/-7-(3-^^;V7^-2- 
^-;M-8-(tf^^>-l-^;i/)-3.7-v£ Kn^'J >-2.6-v^-^ b U 7^ 

[ft 2 9 6] 





l±liE# 2003-3095844 



#£g 2002-280137 



s<-i?: 208/ 



MS m/e (ESI) 467 (MH+-CF3COOH) 
[0 4 4 6] 

^ML2 0 9. i-(3.3.-v^-f-;i/-2-^-^V7'^-;v)-3-^^-;v-7-(3-^^;ur 
^2-^-;M-8-(t^v^-l-^;i/)-3.7-v^ KD7''J >-2.6-v^-> h'J7 

lit 2 9 7 ] 




1-70^-3,3-^7^-2-7** y H»fli 3 2 hiwpjf k#l:su HC 

MS m/e (ESI) 417(MH+-CF3C00H) 
[0 4 4 71 

»12 1 0. 3-f3-y ^;v-7-(3-^^-;i/7^-2-^-;v)-2.6-^^-^y-8-(if 
^■7^>-l-^;i/)-2.3.6.7--r h =7\l Kn^u v°n tf^->Egoi^;v.x 

[lfc 2 9 8 ] 




I 



MS ra/e (ESI) 467(MH+-CF3C00H) 
[Q 4 4 81 

mm 2 1 1. \3-*^)V-7-(2-*^)V-7*Y-2-^-)V)-2.fi-V**V-?>-(\£^ 



tiiliE#2 003-3095844 



#M 2002-280137 



209/ 



hJjjTjkjtPjfeMiS 
2 9 9 ] 



MS m/e (ESI) 467 (MH+-CF3COOH) 
[0 4 4 9] 

^2 1 2. l-(2-fc KPdrv-2--7^^;|/jL^;i/)-3-^^-;i/-7-(3-^^;vr 
f -2-x - -8- ( tf ^ 7 y ;V)-3. 7-y Knf) >-2.6-i?*> MJ 7 

a) 2-7* n ^E-l- "7 x — ;V -i- 9 7 - 
[it 3 0 0] 



;VT 5 7326mg?>:r h y H Kn 7 9 76ml?§ifc«:mi&T2H];ifco 

•C60NFlBiaK^, 7- * 7 - ;Hml*3 £ CMM^m7Kv#^5ml * flqx., yxfiU-r 

iH-NMRCCDCls) 5 : 2.63 (d, J=3.2Hz, 1H) 3.52-3.57 (m, 1H) 3.63-3.66 (m, 1 
H) 4.91-4.94 (m, 1H) 7.32-7.39 (m, 5H) 
[0 4 5 0] 

b) l-(2-fc Kn + y-2-7 xx;i^xf ;i/)-3-^ f ;i/-7-(3-^ f ;V7 h -2-x^;i/)- 
8- ( 7 v 7-1- >f ;v) -3, 7- 7 tKoT" V >-2, 6-v^-7 h 'J 7 ;v * u 





tiiiE# 2003-3095844 



mm 2002-280137 



^-v: 210/ 



Hb3 0 1] 




MS m/e (ESI) 439 (MH+-CF3COOH) 
[0 4 5 1] 

^.#112 1 3. l-\Z-*+)V-7-(2-*^-)Vf h-2-x-;^-2,6-yt^rV-8-(e 
[ft3 0 2] 



MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 4 5 2] 

mmM2 1 4. 3-^ f ;W7-(3-^ f ^7 ^-2-x^;v)-l-(2-t vf f 7 b: K 
n-7^>-.W;M-8-(bf^7v>-l--^;v)-3.7-^^ Kn^ij >-2.6-^t> b 

[-ft 3 0 3 ] 





ffifJE# 2003-3095844 



#M 2002-280137 



^-v: 211/ 



MS m/e (ESI) 403 (MH+-CF3COOH) 
[0 4 5 3] 

MltiM 2 15. ^.&#g£2- f3- * ± ;U-7- (3- ^ ± ;W -7" I- -2-:c - ;V ) -2 . 6- y* ^ ^ 
V-8-(^7y>-l-^;i/)-2.3.6.7-rh7t: Kn-l-^f -rJV h 

Hfc3 0 4] 




MS m/e (ESI) 467 (MH+-CF3COOH) 
[0 4 5 4] 

*mM2 1 6. 2-r3-^^;V-7-(3-^^;vr h-2-^-;l/)-2.6-v^^rV-8-(tf 
^y>-l->f ;V)-2.3.6.7-t- > vt: Kp-/'J )^-?u \ZJr >m* ^ 

Ut 3 0 5 ] 




1 



MS m/e (ESI) 405 (MH+-CF3COOH) 
[0 4 5 5] 

mmM2 1 7. 7-(3-p<^;l/r f-2-x^jl/)-8-(^7y>-l-^f jM-3--7°Utf 

fct}fiE# 2003-3095844 



# jg 2002-280137 



^-v: 212/ 



^-3.7-vfc: Kpyi) >-2. fi-v^ > h_Ii 22k±PllBfctt 
HE 3 0 6] 



7 T x>-N N-H HO V^T 
O^N-^N > ' F p 



3-7 p nt°;v^^>^>i3J;m-7'n^--3-^^;l<'-2-7'-r>^fflv^T^Jffe^l 3 1 
a)fcP9ii:MU 4-[7-(3-^ f^r h-2-x-/l')-3-:/n V-2 
,3,6,7-7- b9t Kn-iH-y; >-8-^f )V] y fE^f JVx 

nmmi 2 7b)tra«i:Mu «ie^t/^#7to 

MS m/e (ESI) 347(MH+-CF 3 C00H) 
[0 4 5 6] 

gj&ffiLg 1 8. 1. 3-v7 f ;W7-(2-^ f ;i/7 'J ;v)-8-(lf^7 y 7-l--f ^)-3. 7- 
Llt LS 0 71 



8-^onft7 U ir^-rn^^f^^n^vSrffi^tlli^ 1 2 7a) 

MS m/e (ESI) 319(MH+-CF 3 C00H) 
[0 4 5 7] 

mmtZ 1 9. 7-7 ') ;M-xf A/-3-^ f ;V-8-f fc?^7 ^ >-l-^f ^)-3.7-^ 
[1113 o 81 



MS m/e (ESI) 319(MH+-CF 3 C00H) 





ffiSE# 2003-3095844 



#M 2002-280137 



^- v : 213/ 



[0 4 5 8] 

iiM2 2 0. 1. 7-^7 ') ^/-3-^ f A/4-(^9 ^ >-1->f ^)-3. 7-^ b Kn 

UL2 o 91 



MS m/e (ESI) 331 (MH+-CF3COOH) 
[0 4 5 9] 

m W M 2 2 1. 7-7 ij ;v-3-^ ^;v-8-(e^7 V )V)-\-(fu ~ 

;v)-3.7-vb kp7') >-2.6-v>'^-> h u yfrtuwmm 
[1L3 1 01 



MS m/e (ESI) 329 (MH+-CF3COOH) 
[0 4 6 0] 

$112 2 2. 7-7 ■) ;W!-^>y^-3-^ f ;M-(tf^7y >-l-^f JV)-3.7- 
y'H Kn >nj >-2.6-Z?*> bJj y^^ummiU 
1 11 



MS m/e (ESI) 381 (MH+-CF3COOH) 
[0 4 6 1] 






ffill# 20 03-3095844 



mm 2002-280137 



214/ 



mW>M2 2 3. r7-T';;v-3-^^-^-2.6-y^^v-8-(e^v^y-i-f;v)-2. 
[ita 1 21 



MS ra/e (ESI) 377 (MH+-CF3COOH) 
[0 4 6 2] 

^M?#ll2 2 4. 2-r7-7 1 J;l/-3-^^;V-2.6-v^^V-8-(fe:^-7V>-l--^;P)- 
2. 3. 6. 7-t- h 2 KP-/U>-l->f^l7-bf7$ K h 1) 
KK3 1 31 



MS m/e (ESI) 348 (MH+-CF3COOH) 
[0 4 6 31 

mM>M2 2 5. 7-7')M-(2-^ h y xf ^) -3- ^ f ;V-8- f tf ^7 y 

r-fK 3 1 41 



MS ni/e (ESI) 349 (MH+-CF3COOH) 
[0 4 6 41 






ttJiE# 2003-3095844 



mm 2002-280137 



^-v : 215/ 



mWM2 2 6 , 7-7') ;V-l-(2-fcl Kn yxf;l/U^->i f Jl/-8-(HV7 y >-l 
HK3 1 51 



2-(2-7*n^xhdfy)f h7t Kn-2H-fc? v > ^ffl^tlliai 13 2 fcra&fcgfe 

MS m/e (ESI) 335 (MH+-CF3COOH) 
[0 4 6 5] 

mmm 221 . n-rv ;v-3- * ± ;^-2. fi-y ^ * v -8- ( e ^ 2 y > -1- ;v) -2, 
r-fh3 i 6i 



MS m/e (ESI) 330 (MH+-CF3COOH) 
[0 4 6 6] 

2 2 8. 7-7 'J ;v-3-^^;v-i-(2-^y-2-7^~;v^^;i/)-8-(tf^ 
[itS 1 7] 



MS m/e (ESI) 453 [(M+2Na-H)+ -CF3COOH] 






2003-3095844 



!WM. 2002-280137 



^-vl 216/ 



[0 4 6 7] 

mm\ 229. [3=2i± (3- ^ £ jv -r b -2- j- ~ ;v) -2, 6- 2 ±±v -8- ( ^ 
1 81 



4_[3_^ f ;w7-(3-^ f b^-i-^)-^ 6-^*^7-2,3,6, 7-r f7t Kn- 
lH-y; >-8--f ;V] \£f?Z?Z'-l-fi x-X T >W0mgi3 i XfRW. 
ij 'J V A28mg&N, N- v ^f^;VA7^ Kl. 5ml Kitfi?U yu^WpWi^^22 

f jV-3_^ f ;v-7-(3-^ f jV)-2, 6-y t ^ V-2, 3,6,7-t h 9 K 

-2, 6-v**V-2, 3,6,7--r b7t Kn-lH-7* 1 ; >-8-^ ;V] tf^7 v >-l-# 
>m^Hy^;Vx.^7-;H0mg^ h V 7;v*nI^0.5mHC^f U M7&KT3053- 

MS m/e (ESI) 377 (MH+-CF3COOH) 
[0 4 6 8] 

3yftflH2 3 0. 4-r3-^^-;W7-(3-^^;V7^-2-^^;^-2.6-v*^V-8-(e 
^7v'>-l.^y)-2,3.6.7-f f7t KP-7°'J >-l-^;l/1-7^^if hJlTJkJl 

aim 




ffliE# 2003-3095844 



#SI 2002-280137 ^-v: 217/ 



HP. 3 1 91 




tZo 

MS ni/e (ESI) 405 (MH+-CF3COOH) 
[0 4 6 9] 

mmM2 3 1. 4-f3-^^;V-7-(3-^^-;U7* b-2-J.-;w)-2.6-^^-^rV-8-(tf 
^v^>-l-^;y)-2.3.6.7-^ h7H Kn^') ;i/l-2-7'-r >1S h 7 )\> 

KK3 2 0] 




MS m/e (ESI) 403 (MH+-CF3COOH) 
[0 4 7 0] 

3 2. r7-(-7^-2-^^;U)-l-(2-^h^rvJi^;V)-3-^^^-8-(fcf^ 
7V>-l-^f;M -2.6-^^-^rV-2.3.6.7--f- 1- v Kny'i) ^-1-4 MEtM h 

HK3 2 il 

•/n^m^^^^ffiv^T^W!!2 2 9 t |WMtK#kgU HfMb^^#/io 



ffilE#2 003-3095844 



#0 2002-280137 



^-v: 218/ 



MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 4 7 1] 

mmm 233. n-^ y ^ jv-2- \i- ( t h -2- - -3- ^ ± k-i -8- 
Uh 3 2 2] 




4- [1- * )V y^f ;i/-3- * f- ;V-7- ( 7* h -2- ^ - ;V) -2, 6- v * * V -2, 3, 6, 7-f" 
h y t: Kn-lH-y Ci ; >-8-^ ;V] e^^^^-l-^^^^M^H^^iX-r^Sm 

®*^*L^m. h ^^n^mO.SmH^SfU ^^T30^»L 

h - > i; )v y v y ?vir u^m^m^tzwmzxmWk U llffi'fb^O. 77mg£?# 

MS m/e (ESI) 450 (MH+-CF3COOH) 
[0 4 7 2] 

mWM 2 3 4. 2- T7- ( f h -2- ~ )V) -3- ^ ± ;V-2. 6- V * *V-8-(\ls<<7 i? > 
-l-^;y)-2,3.6.7-7- fytl KP7">) >-i-^ ;^-N-7x-;i/7-b > 7 ? K h U 

r^fK 3 2 31 




4-[l-# ;i/#^->^ ^;i/-3-^ ^;V-7-(-7* h-2-^ -;V)-2, 6-v*3r V-2,3, 6, 7-f- 



miiEJj# 2003-3095844 



#11 2002-280137 



219/ 



h 7;v^ni^g^4:fflv^HPLCHTffiSlL, ^IMfc-S*. 74mg 
MS m/e (ESI) 436 (MH+-CF3COOH) 
[0 4 7 3] 

2 3 5. N-^< ±jkr2=il3^2j ^-;V-7-(3-^ ±j V^l± -2-J.~>l/)-2. 6^2± 
jrV-8-(bf^vy>-l-^;V)-2.3.6.7-^ f ^ H Kn"/'] >^l=dJklZ± ^T< 

f^.3 2 41 



4- [1- # ;v 3}? * -> jrf ;V-3- ^ ;V-7- (3- -2-^c - ;v) -2, 6- t*V-2, 

3,6,7-x f7t Kn-lH-7 0 '; >-8--f ;>] v >-i-# ;v**>§IH7'f 

fcitf h 'JxfiVT^ >12^ lQfrfflffiWLtz^ 40%^^;VT5 >7X?# 

ifc&inix., £»^lR#W«#L;fco ^SrSMfcLfc^ M^^f^h'J7;v 

MS ra/e (ESI) 390 (MH+-CF3COOH) 
[0 4 7 4] 

mmm 2 3 6 - N-^;i/-2-f3-^ ^;i/-7-(3-^ h-2-^- ;^ /)-2.6-v;^ 
^V-8-(t^vi^-l-^ > ;^)-2.3.6.7-•f• f 7 Kn^J jjd T-fe h 7 ^ 




mtE# 2003-3095844 



#12002-280137 



: 220/ 



LtL3 2 51 



H O 0 
O N N w F 




MS m/e (ESI) 404 (MH+-CF3COOH) 
[0 4 7 5] 

mitiiM2 3 7. N.N-v^^^-2-r3-^^;i/-7-(3-^-f-;V7^-2-^^;V)-2.6- 
y't^rV-8-( ^7-; >-l-4 )V)-2. 3. 6. 7-ir 1- g ^ Kn -^J V-W ;Vl7tf 

HK3 2 61 



4- [1- 77 ; u ^-df i>^f ;v-3- ■f- ;v-7- (3-^ f;v/h -2- j- - ;v) -2, 6- v 
3,6,7-x h 7t Kn-iH-yV >-S-4 ;v] t?^7 ;v^>m^H^;v^ 
^•r;^38mg^-r h 7 H KD7 7VlmH:j|jSU tRJ^T* n n^fxfM^/z 1 
'Jif^7 5 lO^MUB^L/S^ 40JL* ?\n/T* 

Kn7 7 >lml U TfcSSHfc?- h'J 1 ? A20mgi3 J: t>* 3 -Mfc^ f-;V20^ 1 £ JPx. 

MS m/e (ESI) 404 (MH+-CF3COOH) 




tB!E# 2003-3095844 



#M 2002-280137 



^-v: 221/ 



[0 4 7 6] 

mifoM2 3 8. r7-T^;V-3-^^-;V-2.6-^^-^rV-8-(e^v )V)-2. 
3.6.7-t- h 2 jg K P "7° 1 J >-l-^ !> Ij 7;i^nffeB$*ls 

HE 3 2 71 



MS m/e (ESI) 349 (MH+-CF3COOH) 
[0 4 7 7] 

mmM2 3 9. N-^^;l/-2-r7-T^^-3-^^^-2.6-^^-^rV-8-(tf^^v> 
-1--Y ;l/)-2. 3. 6. 7-tf7b:KP-/'J ;H-T-b h T < K hV7)U*uffi 

mm 

[1 L3 2 8] 



rn^I^o.^-;i/^ffiv^T^f!J2 2 9 t pg^lc^S U 4-[7-7'JiV-l-*^** 

MS m/e (ESI) 362 (MH+-CF3COOH) 
TO 4 7 81 

^MI2 4 0. 7-(2-^ ^y7x-;M-1.3-yVfM-(^7y>-M;M- 
3. 7-S? b K n 7° U >-2. 6- 2. ± > h 7 J 2 >k ± nifcifrHi 

a) 4-(l,3-v ? ^f : -;i/-2,6-v^^V-2,3,6,7-^ F7t Kn-iH-^V >-8--f ;V) 





mmE# 2003-3095844 



#M 2002-280137 



^-v: 222/ 



[<b3 2 9] 




o 



8-7 n n f - ^ 7 ^ V >3. 5g t tf ^ 7 5> >-i-# ;v ^yfiH7'f;vx^ -r 69 
g&tS^LllO 0 CT\ *&£»#Lfc^ H=$?jc^;k 7K^-C#f^L, 

d: 1.48 (s, 9H) 3.38 (s, 3H) 3.54-3.57 (m, 7H) 3.66-3.69 (m, 4H) 11.58 
(s, 1H) 
[0 4 7 9] 

b) 7-(2-^ f y 7 x^iV)-l, 3-y ^fiV-8-(^7V >-M ^)-3,7-y K K 
Hb 3 3 0 ] 



4-(l, 3-y ^ f ;l/-2, 6-y * ^ V-2, 3, 6, 7-f h 7t Kn-lH-^j )V) t:^ 

^yv-l-Tj^^^^H^^^^-r^llmg^ 2-^ h ^ ->"7 ^-;W**n >S$l5m 
g, Bfcm#P§(II) 10mg&, i&TX-r h^t Kn -7 7^0. 5mHctt^t, tfUv^O.l 
ml^iPx., M^^T50^»b/io NHv V ii Lfz v a - 

v^77^f- KXmWk U 1115^^3. 53mg^#/io 
iH-NMRCCDCls) 

$: 3.05-3.20 (m, 4H) 3.29 (s, 3H) 3.50-3.51 (m, 7H) 3.81 (s, 3H) 7.04-7 
.07 (m, 2H) 7.26-7.30 (m, 1H) 7.47 (dt, J=2.0, 8.0Hz, 1H) 
MS m/e (ESI) 371 (MH+-CF3COOH) 
[0 4 8 01 



0 




tB!E#2 003-3095844 



#M 2002-280137 



^-v! 223/ 



mmM2 4 1 . 7-(^jL^;^-1.3-v^-f-;V-8-(e^vv^-l-^;l/)-3.7-v^ K 
Kb3 3 1] 



MS m/e (ESI) 341 (MH+-CF3COOH) 
[0 4 $ 3J 

mMM2 4 2. 7-(2-x f dry 7 x^;V)-l. 3-y ^ ^;V-8-( tf^7 v >l-^f ^)-3 
Hb3 3 2] 



2-x^y7x-;^'ny|^v^, 2 4 Ob) hMU^MU IRfB4fc 

MS m/e (ESI) 385 (MH+-CF3COOH) 
[0 4 8 2] 

mttiM2 4 3. 7-(2-^^;V7^-;i/)-1.3-^^^-;V-8-(fc:°^^ 
3.7-S?fc: Kn7') >-2.6-v^-> >J ~7 JVir uWm^ 
Ut3 3 3] 






mil^F 2003-3095844 



mm 2002-280137 



^-v: 224/ 



MS m/e (ESI) 355 (MH+-CF3COOH) 
TO 4 8 3l 

3g*ftfl)l2 4 4. 1.3-^^f-A/-7-(t7» V>-1-^;V)-8-(b?^^ v^-l--f ;i/)-3 

KP7'') >-2.6-y*> hJi 2Jk±PB^ 

[ft 3 3 4] 




1-1-7* is >#u>&*m^x. mmm2 a ow tmm~tmL, m^t^m* 

MS m/e (ESI) 391 (MH+-CF3COOH) 
TO 4 8 41 

*mM2 4 5. 7-(2.5-v^^;v-7^^;v)-i.3-v^^;v-8-(fc:^^v^-i-^;v 
) -3. 7- v H K P -7" U >-2. 6- 2 hJJJZikJlP 
[it 3 3 5] 




1 



it&®*mzo 

MS m/e (ESI) 369 (MH+-CF3COOH) 
T 0 4 8 5 1 

mmM2 4 6. 7-(2-7;w^-n-7^-;w)-i.3-v^^^-8-(^^7v>-l-^;i/)- 
3.7-vfc: KPT*') >-2.6-^> b !J 2Jk±EmMM 



ffiliE#2 003-3095844 



#M 2002-280137 ^- v ! 225/ 



[ft 3 3 6] 




2-7^* n 7 x-A/^n >Kiffl v»r, 4 Ob) Fl&lc&SU llffift 

MS m/e (ESI) 359(MH+-CF 3 C00H) 
[0 4 8 61 

$tM2 4 7. 7-(2-* f^y^;l/^;i/7x^;U)-1.3-y^f]V-8-(^7 
v?>-l_^;v)-3.7-v^ Kp7'J >-2.6-y^> h !i -7;v^-ng^gf^ 
[ft3 3 7] 




i 



2-,* f * JU**-^7x-JV,f D >f^fflv^t, 2 4 0b)tpIit:^I 

U tlffift^«t#£ 0 
MS m/e (ESI) 399 (MH+-CF3COOH) 
TO 4 8 7l 

mWM2 4 8. 7-(2-T-b^-;V7^^^)-1.3--^^^-;V-8-(e^^ v>-l-^;V 
)-3.7-vfcl Kn-7°iJ >-2.6-^> h i) 7 ivj-ummiia 
[ft3 3 8] 




1 



2-7tf;i'7x-^^ov^^t, ^»02 4 ob) tmm.K^mL, mrnit 



mSE# 2003-3095844 



#M 2002-280137 



^-v: 226/ 



MS m/e (ESI) 383 (MH+-CF3COOH) 
TO 4 8 81 

mmm 2 4 9. 7-(3-^na7x^;H-i. 3-^ ± ;v-8- ( bf ^ g 2 > -1-4 )V) - 
3.7-vt: Ko-/') >-2.6-v^-> b !? Zik±PB^^ 
[it 3 3 9 ] 




3-^nn7x-H'D^^ffiK, HWJ2 4 0b)^«C^IL, llffilt^ 

MS m/e (ESI) 375 (MH+-CF3COOH) 
TO 4 8 91 

Sffiii 5 0. 7-(3-^-^-7.x.»-1.3-v^^;V-8-(e^7V>-l-^^)-3.7- 
[lfc3 4 0] 




MS m/e (ESI) 347 (MH+-CF3COOH) 
[Q 4 9 01 



miiE# 2003-3095844 



#SI 2002-280137 



^-S>: 227/ 



Hfc3 4 1] 




MS m/e (ESI) 397 (MH+-CF3COOH) 
LQ 4 9 1 ] 

^M12 5 2. l.3-i7p<^^-8-(e^9 v>-l-^;V)-7-(^y U >_8-^;i/)-3 
. 7-y K n •/ 1 J >-2. 6-y £ > H)7)Vtn ifeB? jS 
[ft 3 4 2] 



/Co 

MS m/e (ESI) 392 (MH+-CF3COOH) 
[0 4 9 2] 

gjM_2 5 3. 742-^>y;Vt^->7x^;V)-1.3-y7f;V-8-(^7y>- 

1-^ jv)-3.7-^^ kd v^j >--2.6-v.^-> b v. y^^rummm. 

[ft 3 4 3] 



(2-^<>y>t ^ry)7x^;^'D >i^iv>tiifij 2 4 0 t R&fc&SU 4- 
[7- (2-^ y z?)\>** *> 7x-;i/)-l, -^-2, 6- y y-2, 3, 6, 7-r- h 9 t 





tBSE# 2003-3095844 



4HH 2002-280137 



^-v ! 228/ 



K n -1H- 7° 'J > -8- << ;u] tT ^ 7 > -1- * ^ > Bfctl Hyf^f^iifc. 

MS m/e (ESI) 447 (MH+-CF3COOH) 
[0 4 9 3] 

m$m2 5 4. 7-(2-H Kn^ry7x^^-1.3-v^f)K8-(^7y^-M 
jk) -3. 7- 2 tiKn^'J>-2.6-^> h')7^n 
Hfc 3 4 4] 



mMM 2 5 3 <504- [7- (2-^ >y>t^rv7xc: ;V) -1 , 3- ^ f - ;V-2, 6- v t^rV- 

2,3,6,7-7 >7i: Kn-iH-7 91 ; >-8--f ;v] fc?^7 yif=7f ;v 
.x* 7- fl' 10%^ 7 v«7 A ^-7X^/7 F7tKn77>-^^/- ;i/-ej&<^ 

MS m/e (ESI) 357 (MH+-CF3COOH) 
[0 4 9 4] 

MI2 5 5_ 7-(2-77;v^^i/7^^;M-i.3-v^^;v-8-(e^v^>-W 

;V)-3.7-vH KPT^J >-2.6-V*> fV7;vtaim 

[<t3 4 5] 



2-J h^ri/*;v^-;V7i-;l/**n>t$:i^^ HJ&M2 4 7 ^MfcfcgkSL 
% 4- [7- (2-^ h * v * ;V ;V7x^ -1, 3-^ * ^ 6- V * * V -2, 3, 6, 7- 
7 h 7tl KD-lH-T*^ >-8-^;V]lf^7 y>-l-*^f>j|»=7*fA'XXf^ 
£#£0 iOfcO1.63g=S:^^/-^20mU 7 >7t Fn7 7>10mn:iHU 5 





mtE# 2003-3095844 



mm 2002-280137 



^-v: 229/ 



U Hfxf;K;t}||j{ULfco ^«*i&7X«^^^->^AHT^L. ^® 

V-2,3,6,7-x V ^t: Kn-1H-7"J /U] fef^9 v>-l-# 

;i^X-r;W.43g£#£ 0 £ O £ <7)15mg£ h V ^^nf^KigfiSU MtLfc 

fco 

MS m/e (ESI) 385 (MH+-CF3COOH) 
[0 4 9 5] 

$112 5 6. 2-(l.3-v^^jU-2.6-v^^V-8-(e^vv>-l-^;V)-1.2.3. 
Mb 3 4 6] 



4-[7-(2-*;v*^y7x»;v)4,3-y7f;V-2,6-yt^V-2 ) 3,6,7-f h?HK 

7t Ko 77 ^lmU £?g#U hUxf^T^^/zK ^nnaxfw^l 
*2JDx.fco 30%T>^-77k0.1ml£*n;U S»fcTi»*«*l*Lfco RJ5>*«rIH» 

«S*5i£ffi^*a[»fr^nT h ^7 "7 -KTfflNRU ^IMb^7.09mg^^^ o 
MS m/e (ESI) 384 (MH+-CF3COOH) 
[0 4 9 6] 

3frfefcflH2 5 7. T7-(2-^ f y 7 x x^)-3-^ f ;i/-2. 6-y ^- ^ 7-8- f h°^7 
v>-1-^;V)-2.3.6.7-t- h 5Jg Knv^J >-1-^;T/l-i^jL^-;V.xx-r-;V hJj 

a ) 7-/^ > «7;v-8-^ a f ;V-3, 7-y t Kn7'J >-2,6-v^-> 




mtE#2 003-3095844 



#M 2002-280137 



^-v I 230/ 



[ft 3 4 7] 




8-^aD-3-^f ;V-3, 7- v K n ■/ 'J >-2, 6- v * >200mg # V * A 152mg 
lH-NMR(d6-DMS0) 

8: 3.32 (s, 3H) 5.49 (s, 2H) 7.25-7.39 (m, 5H) 11.37 (br s, 1H) 
[0 4 9 7] 

b) 4-(7-^ > y f ;W2, 6- v t + V-2, 3, 6, 7-f f 7 t Kn-lH-^V >-8 

- <T )V) fe?^? 9 v* v-1- * ;v # y MM H "7*^ /u ^ * -r ^ 
UK 3 4 81 



7-^>v;V-8-^nn-3-^;v-3,7-v?£ Kn^U >-2,6-v:t >130mg£l-fcf^ 
9 v > * )V > m%>= rf^x^t ;l^250mg £ 150*0 K X 1 fl# Pfl » t £ 0 

«t «iMb^ta90mg£#£ o 
iH-NMR (d6-DMS0) 

5: 1.40 (s, 9H) 3.09 (s, 3H) 3.25-3.42 (m, 8H) 5.35 (s, 2H) 7.18-7.38 ( 
m, 5H) 10.97 (br s, 1H) 
[0 4 9 8] 

c) 4-[7-(^>v;V)-l-(J. h ^ry f ;l/)-3-^ f ;i/-2, t^r V-2 

,3,6,7-7=- b7t Kn-lH-7 0l J ;V] fc?^ v>-1-tj;u^>^^H^^^ 




tBfE# 2003-3095844 



#fl 2002-280137 



^-v: 231/ 



[ft 3 4 9] 




I n nh: 



o 



4_[7_(^>^;v)_3_^ t^-2,6->>>*V-2, 3, 6, 7- x fc: Kn-1H-"7°U >-8- 
tr ^ ^ >>' ^ -l # ;v sK > MiH7f ;v • j. * t- ;v I82mg £ N, N- ^f;v*;vA7 
5 K2mHCv§||?L, jpt@£7J V *7 A90mg, 7'n^p^cf-M).06ml *iPx., ^ififc 

[0 4 9 9] 

d) 4-[l-(x f ^ y * f ;V)-3-^ f ;V-2, 6-y t V-2, 3, 6, 7-r h =7 
Mb 3 5 0] 



4- [7-^ y v ;V-1- (if^rv*^ tff- JU * f - -3-^ ^ ;V-2, 6- v * 4r V-2, 3, 6, 7 
-f f7t Kn-iH-y; >-8--f t°^7 v^-i-^v^^llHr^v^xx^ 
U TXIf^^^^A^lOmg^jfjnx., 7jc^#ffl^,T> SMUT*** 

[0 5 0 0] 

e) 4-[7-(2-^ h Jfi/ 7 f y *;l/,f-;i/^ f ;l/)-3-^ f ;V-2, 6 

-v** V-2, 3, 6, 7-t- b y\L Kn-iH-"/'; >-8-f ;u] y>-l-*JWf>i 




mtE# 2003-3095844 



&m 2002-280137 



^-v: 232/ 



[itS 5 1] 




4-[l-(xf^y* ;v ;w ^ -3- ^ ^ ;v-2, 6-v t^v -2, 3, 6, 7-t f7tK 
v 7 x-;u,fn ^meOmg, M^milsl (II) 200mg*it 7 Xx h 9 ^ Kn 7 9 >5ml Ky£ 

[0 5 0 1] 

f) [7- (2-* h ^ y 7 x - ;i/)-3-^ f;W2, 6-y t ^ V-8-( t?^7 y >-l-^f )V) 
-2,3,6,7-t- }-7t Knyv frl&Wi^fr^x-rfr h 'j 

inn. 

[ft 3 5 2] 




1 



4- [7- (2-^ K-/7x- ;V) -1- (xh^y*;V ^ ;V ^ f-;V) -3-^ ^ ^-2, 6- v * 
^V-2,3,6,7-f- b7t Kn-1H-7°'J y-8-^f ;v] tf^7 y ^^^£7* 

$ft*fc*»Lfc3L F ^77 ^-CTffill, JIffi 

ft£^4.92mg£#fco 
MS m/e (ESI) 443 (MH+-CF3COOH) 
[0 5 0 2] 

ggftfcM2 5 8. f7-(2-^ ^v7^-;v)-3-^;^-2.6-v^7-8-(tf^v 

tBIE# 2003-3095844 



mm 2002-280137 



^-v: 233/ 



a) 4-[7-(2-^ h 7 x-;v)-l-(* J^^ -> ^f;v)-3-^ f ;V-2, 6-y t * V 
-2, 3, 6, 7-tF7t Kn-lH--7 a '; >-8—f v>-l-7J ;^'>IiH7'f^ 

xXf)V 
[it 3 5 3 ] 



4- [7-(2-^Ky7x-;v)-l-(xf^->* ;v ;v * ^ ;v) _3- y. ^- ;U-2, 6- v * 
*V-2,3,6,7--7- Kn-lH-'/V >-8-^f ^] e^yy f=7* 

^;ViXT-;V9mg&J^ y -;HmH::Y#fi$U 514-7X^-7- h V V A7Ki#$0. 1ml * 

in^.7to ^^T50#m«L. lN-i^m^-c^fnL^o ltf£^;wc-cttffiu 

%3mg£#fc 0 
[0 5 0 3] 

b) [7-(2-^ f y 7 x x;k)-3-> f ;W2, 6-y t 7-8-( t'^ 7 y >-l-^f 
2,3,6,7-x f7tKn y°V ;i/]-f£M b V y)V^umm. 

Ut3 5 4] 



4-[7-(2-^ >^y "7 y^ ^;V)_3-^ ^;W-2, V-2, 3 

,6,7-t- h 7^ Kn-lH-7' 1 ; ;u] v >-l-7J ^^V^Hrf^iT. 

x;V3mg^h';7^^n^0.5mHCv#^L, Mat'TSO^Wt^o 

Lfc?£, n-7 h 77 7 ^ - 1 tffll |g|54t^4.14 

mg£#£ 0 

MS m/e (ESI) 415 (MH+-CF3COOH) 





£BBE# 2003-3095844 



#11 2002-280137 



^-v: 234/ 



[0 5 0 4] 

^2 5 9. 7-(2-y 77 7 x-;l/)-1.3-v ^fJV-8-(lf^7 y >-U JV)-3 
a) 4-[7-(2-*;V 5 ;i/-7 x^;u)-l, 3-^^ f ;v-2, 6-y t ^ V-2,3, 6, 7-r hy 
[ft 3 5 5] 



4-(1,3-v^;W2,6-v**V-2,3,6,7-t- h 9 t Ko-IH-:/'; >-8-^;V) tf^ 
^ >? > _i_ # ;v > ^ISH :/ f - ;v ^ 7, t- ;v226mg, 2-^;v^V7x-;v^n> ^20 
Omg, @|^#3 (II) 200mg^ , Mfcr b 9 t: K n y y >5ml K if A,ffi U tf V v >0. 
2ml£jJD;U MS^TSB^^tfCo y'J*^v^|U;y3-f 



lH-NMR(CDCl3) 

S: 1.42 (s, 9H) 3.10-3.14 (m, 4H) 3.25-3.34 (m, 7H) 3.60 (s, 3H) 7.53 ( 
dd, J-1.2, 8.0Hz, 1H) 7.63-7.67 (m, 1H) 7.73-7.78 (m, 1H) 8.02-8.04 (m, 
1H) 9.86 (s, 1H) 
[0 5 0 5] 

b) 7-(2-y7;7i-^4 ) 3-y7f;^(^7^>-M^)-3 > 7-yt: Kn 
[fb3 5 6] 





ffiiE# 2003-3095844 



Wm. 2002-280137 



: 235/ 



mg&ftnx.. £ffifcT0.5l$HI*#Lfco MliKifJVCtffL, Safefc 

ii^ ^^^MEE^HU 4-[7-[2-(tKndry^ = ;^f;V)7x^]-l,3-^ 
^;V-2,6-v*^V-2,3,6,7-x Kn-lH-^y >-8-^ /U] v >-l-# 

;v^>il=7fJViXt;v5:#^o £<7X><7>&, v * n n ^ * >0. Smltcftft? 
U b 'JxW< >^j0.05ml> ;* * >7^7*-^n'J K0. 05ml £#0 £ 
»fcT0.5i$W*#Lfco M^IiL, ^hy7;i/tn^:^im it 
»Lfco ^ n v h 7 ^-i:ti!L> IMB<frfrft4. 14 

MS m/e (ESI) 366 (MH+-CF3COOH) 
[0 5 0 6] 

^S feH!L2 6 0. 7-(2-fc Ko^y^^7x^;l/)-l,3-^^-(^7^v 

-W;v)-3,7-vb En^ij >-2,6-v^-> f')7;^p^ , 

Mb 3 5 7] 



[0 5 0 7] 

mWM2 6 1. 7-(2- b ') 7;^t P7-b h ^ f ;V7 x^;V)-1.3-v ^ f-;U-8 
-(^7-?>-M^.3, 7 .yl; KP7°') >-2.6-v^-> h !lZik±PHM^ 
3 5 8 ] 





ajfiE# 2003-3095844 



#® 2002-280137 



^-v: 236/ 



4- [7- (2-** * )V-y ^ — 3-vVf;V-2, V-2, 3, 6,7-7" >7t K 

n-lH--7°V ^-8-^;V]tf^5 v^-l-^;v#>^H-7^;V^^x^27mg*. 

iL> 4-[7-(2-fc Kn ^ y ^ f ;W7 x - 3--;^ f 6-y t V-2, 3, 6 
,7-Th7ii Kn-iH-y; >-8-^f ;v] t^7 y >ii=7f ;vxxf 
;V28mg£#£ 0 7/1/* nfj:»K:»fl|U I«L^o 

h ^7 7 >f - l:tilL, 7-(2-fc Fa^y^f^7x-;v) 
-l,3-v*^JV-8-(fc?^7v ? >-l-'f ;u)-3,7-vH Kn^'J >-2,6-v*> h V 
•7;v^-nlt^l.60mg [MS m/e (ESI) 371 (MH+-CF3COOH) ] , 7-(2- h 'J yfr*u 
T-tr h •7 n -;i^7 ^•=-;v)-l, 3-v^ f-;V-8-( tf^9 i?>-l-4 )V)-Z, K 

n7°')>-2, 6- :* > h V 7 )V ir n WW^S) . 46mg [MS m/e (ESI) 467 (MH+-CF3C 
00H)]£#£ o 
10 5 0 8] 

^#E#ll2 6 2. 7-(2-'7;i/^-P^^-^7^-;i/)-1.3-v^^;W8-(lf^^> ? >-l 
-^^-3.7-yt: Knf'J ^-2.6-v*> V 'J ~7 nffeES 
3 5 9 ] 



4_ [7_ (2-tKD + y^fJW7x-^)-l, 3- 5> ^ ^ )V-2, 6- v * * V -2, 3, 6, 7-T 
g^/^nn^ >lml U h V * y^f^T 5 7^;l/77->'J7;Vt 1 J 




ttifiE# 2003-3095844 



mm 2002-280137 



^-v! 237/ 



MS m/e (ESI) 373 (MH+-CF3COOH) 
[0 5 0 9] 

mifcM2 6 3. 7- (2-* h^r~>^^;l/-7^^;l/)-1.3-v^^-;V-8-(tl^v v>-l 
[it 3 6 0 J 



4_ [7_ (2-H Kn#y^f;l/-7x-;V)-l, 3- v f - ;V-2, 6- v ^- ^ V -2, 3, 6, 7-x 
g&f- h Fn-7^>lml^^L> <£ -Mt^W). lmU TK^b^- b V "7 A 10m 

MS m/e (ESI) 385 (MH+-CF3COOH) 
[0 5 10] 

^M?.#1I2 6 4. 7-(2-e^;l/-7^-;V)-1.3-v^^-;l/-8-(bf^-7^>-l-^;i/)-3 

, 7- 2 K p v° U >-2. 6-^ > h_!2j7jv£ npfeagjft 
[ft 3 6 1] 



-;V7^7t-^A7"n^ K31mg*UPx., Mi&fc:T305Mt#L;fco 4-[7-(2-* 
;i/ 5 ;V 7 x -1, 3-y ^ f ^-2, t V-2, 3, 6, 7-f h7t Kn-1H-7 P D > 
-8->f ;v]^^7^>-l-^;v^v^=^^^^x^20i«gO-r h^fc: KD77 





ffi!E# 2003-309584 4 



#0 2002-280137 



^-v : 238/ 



fcSU 4-[7-(2-e^^7 x-;l/)-l, 3-yV f ;W2, 6-y 6, 7-f f7t 

^nv h -KTflMftU anaffrfrBW. 38mgSr#7to 

MS m/e (ESI) 367 (MH+-CF3COOH) 
[0 5 11] 

mWM2 6 5. 7-(2-^^;v^^^-;v)-i.3-^^^;v-8-(tf^^> ? >-i-^;u)-3 
. 7-v ^ Kn7') >-2. > >'J7 pffcHil 
[<b3 6 2] 




1 



4-[7-(2-t:^^7x-;v)-l,3-yVf;K 6-v^ V-2, 3, 6, 7-t- >• 9 ^ Kn-l 
KD7 9>0.5mK 7 -^lmHC^LlO?^^^ A^flOmg£inx.. 7KH 

MS m/e (ESI) 369 (MH+-CF3COOH) 
[0 5 12] 

mmm2 6 6. 7-r2-(i-^p^-;v)-7^^.;vi-i.3-v^^;v-8-(ii^^v>-i 

;V) -3. 7->>' tl K P "7° 'J >-2. 6-^^- > h 'J -7 )V * P jfeB&JS 



£BIE# 2003-3095844 



mm 2002-280137 



^- v: 239/ 



[ft 3 6 3] 




NH 



HO-Scfi 



0 



^IL, #IBft^«t#£ 0 
MS m/e (ESI) 381 (MH+-CF3COOH) 
10 5 13] 

mmm2 6 7. 3-r2-(1.3-v^^;U-2.6-v?^-^rV-8-(^°^ ; 7> ? >-l-^;V)-l. 
2.3.6-t- h =7\L Knv°'J >-7-/f ;v)-7 x^;l/l 7 ^ ') jVjxf ;vxx f JV I> ]} 

Mb 3 6 4] 



MS m/e (ESI) 439 (MH+-CF3COOH) 
[0 5 14] 

mm.m 2 6 8. 7- (2-» ;v 3- ;v 7 a = 2k) -1. 3-v ^ ± ;v-8- ( £g 2 2 >-i-^ jk) 
-3.7-yE Kp^'J >-2.6-^^-> fc U ZJk±PHM^ 
[ft 3 6 5 ] 




0 




[0 5 15] 



tBlE# 2003-3095844 



mm 2002-280137 



^-v: 240/ 



^Sftffll2 6 9. 7-(2-y-7^^-n^^jl/-7^ — )V)-\.Z-i/*^-)V-Z-(\Zs<=7-J> 
-1-4 ;M-3.7-^fc KP-/T/-2.6-y't> >^-7;V^nife^ 
[ft3 6 6] 



4-[7-(2-^)K^7xx^)-i ) 3-y^f;H6-vt^7-2 ) 3 f 6,7-f Y?^ Kn 
-1H- v° >-8- ;u] t?^ v v >-l- ij )\> & >gm= 7^ ;wr.* r- /HOmgfc v * n 
n ^ 9 >lml fcigfl? U FVX V xf;V7 ^^;V77-b'j7 V KO. 1ml * 

i:t||SU 7- (2-*^ ^ ^7x-^)-i,3-y> f-;i/-8-(vf^7 Vy-l-4 ;v)-3, 
7-i/t: Kn7'J ^-2,6-v*;x h U 7;v^nf^S^4.56mg [MS m/e (ESI) 369( 
MH+-CF3COOH) L 7-(2-y7;Vtn^f^7i-^)-l,3- v ^ f- ;V-8- (t^y^ 
-1- 4 ;v) -3, 7- v tKn7 y > -2, 6- S> * V bV7;^n S&BfefflO. 32mg [MS ra/e 

(ESI) 391(MH+-CF 3 C00H)] ^#/: 0 

[0 5 16] 

IMP 7 0. 7-f2-^n7x^;V)-1.3-y^f;V-8-(^7y>-l-^V)-3 

a) 7-(2-^ n o 7 x-;i/)-l, 3-y^ f ;v-3, 7-y t Kn7'J >-2,6--J*> 
lit 3 6 7 ] 



ft7^V >510mg, 2-^nn7 x .=./M* n ygftlg, ff*B&H (II) 220mg£N, N- v 
^fjl/,t;l/AT^ KlOmHctfA^U fcf Spiral fcJn;U SajcrlMdJB^b 





miE#2 003-3095844 



#H 2002-280137 



241/ 



h'Jfal/-y 3 ^U ^IMfc^l47mg«r#/z 0 
lH-NMR(CDCl3) 

8: 3.72 (s, 3H) 3.68 (s, 3H) 7.43-7.51 (m, 3H) 7.57-7.60 (m, 1H) 7.68 ( 
s, 1H) 
[0 5 17] 

b) 8- ^ n n-7- (2-^ n n 7 x ^ ^) -l, 3-y ^ f ^-3, 7-v t: Kn-/'JV-2,6- 
Mb 3 6 8 1 



7-(2-^ no 7 x-jV)-l,3-y^ f JV-3,7-v l: Kn^'J >-2, 6-v * >138mg. N- 
^nnx^y^ K78mg£, N, N-v^ f ;y^;i/A7^ KlmHctt^U M?m^ 

fc*fli^^*S/*AKTttJftU 51, fcijfc**JEifcl8U ^fMk^l51mg 
[0 5 18] 

c) 4-[7-(2-^Dn7x-;V)-l,3- v ^ )V-2, 6- v * * V -2 , 3, 6 , 7- x h 7 
Kn-lH-7" 1 ; V-8-OK] v"/-l-* ;Wf^|=/f^x7 f ^ 

[4b 3 6 9 ] 



8-^ a n-7-(2-^ n n 7 x-^)-l,3-'>V KD7*'J >-2,6-iS*> 

142mg, vV-l-^^^^^H^^-^^-r^SOOmg^rl^-tlSO 0 Ct\ 4 





mSE# 2003-3095844 



mB. 2002-280137 



^-v: 242/ 



t;l43mg^#/Co 
lH-NMR(CDCl3) 

1.43 (s, 9H) 3.21-3.23 (m, 4H) 3.30 (s, 3H) 3.31-3.35 (m, 4H) 3.58 ( 
s, 3H) 7.42-7.51 (m, 3H) 7.55-7.57 (m, 1H) 
[0 5 19] 

d) 7- (2- ^ n n 7 x - ;v) -1, 3- y ^ f ;V-8- ( t: ^ 7 v ^-1-^f ;v)-3,7-v t: Kn 
UtS 7 0] 



4-[7-(2-7 n n 7 x - 3-^> f ;v-2,6-y t ^ V-2, 3, 6, 7-f b ^ti Kn-l 

H-^v >-8-^r ;v] tT^7 v>-i-# ;v^>^^H , 7'^-;uj.^-r;H02mg^ h >; -7;v 

'J*^>»f:*7A7nvh^77^-i:tiiU 
* 9:1 «lB4fc^l09mg*#fco 
iH-NMRCCDCls) 

a: 2.77 (dt, J-1.6, 4.8Hz, 4H) 3.24 (t, J=5.2Hz, 4H) 3.30 (s, 3H) 3.58 
(s, 3H) 7.41-7.44 (m, 2H) 7.48-7.51 (m, 1H) 7.55-7.56 (m, 1H) 
[0 5 2 0] 

$112 7 1. 7- (2-* PP 7x-^)-8-(2.5-y7f-1fy^ n f2. 2. ll^ V° b 
-2-^;M-1.3->M^;i/-3.7-vfc: KPT 8 ') >-2.6-^^> fc !i Zik±PHMM 
a) 2-(HKn + y^f;V)4-(^^>^;V7*-;kt^r v) t? P V v >-l-7J ;V jK 




tBiE# 2003-3095844 



2002-280137 



243/ 



[ft 3 7 1] 

0^0 

4-(* *>*;V':7*— ;i/;j-*~»-fc?ny Vis-i^-iS* l-fE^f^x 
7.x;v 2--*-f-/Wt*'r;H.972g«:"r h^H W7 7>40mlKmfflL, **ft* 
?ft>j^A300mg£2jnx.> lfiCtW»U:o **ft**3lf i ; ^ AlOOOm 

^ffift^i.7i5g£#£o 

[0 5 2 1] 

b) 2-(* * >X;W7 *~;l/^3rv^;V)-4-U * >^J^y * =-)VOr* v) tfn 
i; y # ;v ^ > ;vx x t- ^ 

[ft 3 7 2] 

o"* O^ 0 X 

N o' 0 
0*N> 

2- ( n K n v ;* -4- ( p< ? > x )V y * — ;v 3f ) \£ n i; s> ^ -i- # ;v ?K > 
^0H^;V^^-r;H.715g^ti O1 ; v>20mH::?#*§?U * >*;V7 * n 
9 K0.6ml«rinx., ^ffiKTif&£*#L*:<> ^«*rS»x^/w::tfJfcU lN-tt 

[0 5 2 2] 

c) 5-^> v;i/-2, 5-(^T-9--^v^ n [2.2. \]^~7°* >)-2-*^*'>itH7 



mSE# 2003-3095844 



mm 2002-280137 



^-v: 244/ 



[it 3 7 3 ] 

v>-l-^;V^>^H^;i^^7.-r;ul.88g^^>v;UT< >10mHr?#J5?U 60 

;v*^A^n-T >^57-f -K-cHMRU ^^-fl^c-^v 1:2 vtm^lU 

i9. ISSB4b^%1.221g*t#fc 0 

lH-NMR(CDCl3) 

5: 1.46 (s, 9H) 1.60-1.74 (in, 1H) 1.86 (brt, J=8.0Hz, 1H) 2.54, 2.73 (e 
ach d, J=9.6Hz, 1H) 2.85-2.93 (m, 1H) 3.11-3.19 (m, 1H) 3.45 (d, J=13.6H 
z, 1H) 3.50, 3.63 (each d, J-10.0 and 10.4Hz, 1H) 3.73 (d, J=8.0Hz, 2H) 
4.24, 4.38 (each s, 1H) 7.22-7.35 (m, 5H) 
[0 5 2 3] 

d) 2, 5- ( V T If- tf Z? 9 n [2 . 2 . l] ^ 7 9 > ) -2- fs )V # > H7f]l'X^fJl' 
Mb 3 7 4] 

5-^v^;l/-2, 5-(y*7f-tf^^ n [2. 2. 1]^7°^ >)-2-# fl^V^SIHT^V 
^Xx;H.221g^^^/-;V50mHC^L, 10%^°7 v ^ A^lgSrJp^T, 7jC 

ft^tJ820mg£#£ o 
[0 5 2 4] 

e) 7-(2-^nn-7x- ;V)-8- (2, 5-v T*f- tf ^ n [2. 2. 1] ^ -f h -2--f -1 



mSE# 2003-3095844 



#£ 2002-280137 



^-v: 245/ 



[ft 3 7 5] 



0 V<" u T 




2,5-(y7f^y^n[2.2.l]A/^>)-2-*;V jj* > y f - ;v jr. * 7=- ;V50mg 

„ 8-^ n n-7-(2-^ n n 7 x - )V)-l, 3-y ^ f ;i/-3, 7--7 1 Kn^'J >-2,6-v^ 
>10mg£7l£-U 150° CT-3B#P^#Lt^o h V 7^^offifl|lc»»L, 

iiL/:o n7h^7^- KT*IMft U ^ffift^t>5. 

10mg£#fc o 

MS m/e (ESI) 387(MH+-CF 3 C00H) 
[0 5 2 51 

mWM2 7 2. 7- (2-* h^y7x^jV)-1.3-y^fJM-(^7y>-l-^l/) 
-3. 7-v \l Kn^-'J >-2. fi-y* > L.LL2 jk± niM 
a) 7-(2-^ h^y7x- -1, 3- v ^ f - ;V-3, 7- V H K n 7 0 V > -2, 6- v ^ y 
[ft 3 7 6] 



2-p? Ky7x^H'n>S^Iv>t, HMM2 7 Oa)hPllttIU HIE 
ft-^£#£ 0 
iH-NMRCCDCls) 

S: 3.37 (s, 3H) 3.66 (s, 3H) 3.81 (s, 3H) 7.05-7.09 (m, 2H) 7.35 (dd, J 
=2.0, 8.8Hz, 1H) 7.46 (dt, J =2.0, 8.0Hz, 1H) 7.68 (s, 1H) 
[0 5 2 6] 

b) 8-^nn-7-(2-> h y 7 x - ;v) -1, 3-y ^ f ;V-3, 7-y t: Kn^y >-2,6- 




ttSIE# 2003-3095844 



#0 2002-280137 



^<-v: 246/ 



Hb 3 7 7 ] 

r 



X X '>- c| 

l 



7- (2-* Ky7x^jV)-l,3-y^f;H7-yti Kn^V >-2, > *fflv> 
[0 5 2 7] 

c) 8-^ n n-7-(2-^ n n 7 x-;v)-l, f ;v-3, 7-y t Kn^V >-2,6-v 
[It 3 7 8 ] 



o 



O^N N ^ 
l 



8-^nn-7-(2-^ b 7 x-/l/)-l, 3-*^^ 7-V t Kn7'J >-2,6-v 

MS m/e (ESI) 383 (MH+-CF3COOH) 
[0 5 2 8] 

mm@L2 7 3. 7-(2-^nn-7 J i^;M-3-^-f-;i/-8-(b:^v^^-i-^;v)-3.7- 
2 £ K n -7 s 'J >-2. 6- v ^ > h * J 7 jk ± 2 ffeifefl* 
a) 7_^>v';v_3_p(^-;v_3,7_v^ Kn^V >-2,6-v*> 
[<t3 7 9] 



3-^^;V^r-^>^>2.882g^N,N-v ? ^^;V^^AT^ K40mHCjR»L, IftBfc* V 



ttHE#2 003-3095844 



mm 2002-280137 



^-v: 247/ 



Ti5fc&U SHBft-frfltf. 18g£#fc 0 
lH-NMR(d6-DMS0) 

3.32 (s, 3H) 5.42 (s, 2H) 7.27-7.35 (m, 5H) 8.21 (s, 1H) 11.13 (s, 1 

H) 

[0 5 2 9] 

b) 2,2-y^f;vyntft>i 7-^>v;W-3-^^;V-2,6-v^-^V-2,3,6,7- 
[ft 3 8 0 ] 



7-^>>?;i/-3-^ ^;V-3, 7-vfc Kn 7'V >-2, 6-^* >3. 18g£N,N-^ ?-)V*}V 
K40mmH?§U IftBI* V 7 A2. 6g> ? n f-^M/^V- \2. lSml^in 
x., 40° CtCT^^L^o R*E»*»m^^^^T*3RU UMMIfcTflfcit* 

l:3i#ft^!i<fc IK tIIS^t/4.26g^#7^ 0 
iH-NMRCCDC^) 

5:1.19 (s, 9H) 3.58 (s, 3H) 5.48 (s, 2H) 6.04 (s, 2H) 7.32-7.39 (m, 5H) 
7.58 (s, 1H) 
[0 5 3 0] 

c) 2,2-v^^;U-7°ne^->M 3-^fJV-2 ) 6-yt^rV-2 ) 3 1 6 > 7-tf7li Kn 
7°'J >-i-^;v^^;i/jc^-r;v 
[ft 3 8 1] 




0 




ffifE# 2003-3095844 



#11 2002-280137 



^-v: 248/ 



t: Kn^'J ^-l-^;V^^-;V-x^-r^4.26g^H^l60mH3^j5f U 10%^9^«7A 

U ^?j££ji*iU ^fMk^%2.98g^#7to 
lH-NMR(CDCl 3 ) 

£: 1.19 (s, 9H) 3.66 (s, 3H) 6.12 (s, 2H) 7.86 (s, 1H) 
[0 5 3 1] 

d) 2,2-y^f^-7 p nift>i 7-(2-^ n n 7 x^;V)-3-^ f;l/-2, 6-v t ^ V 
-2,3,6,7-x h ? ti Kn/'J >-l--f ^^^TsJ-fr 
[it 3 8 2 ] 



2 ( 2-v^^;i/-7°ntf^->'m 3-^^;v-2,6-v^-^V-2,3,6,7-7; KnT" 
[0 5 3 2] 

e) 8-^nn-7-(2-^nn-7oi^;u)-3-^^;V-3,7-^li Kn^'j >-2,6-z/Jr 



2, 2- v ^ )V- y° u tf Jr y ^ 7- (2- ? n n "7 ^ — )V ) -3- p< f - ;v-2, 6- v ^- 3r V -2 
,3,6,7-r b7t Kn-7°i; >-l---f fritemg* J * / -;V2mU t" h 

7tFD77 >lml K&fl? U TfcfHb^ F'J7 A20mg£ jJOx., gift 
L£ 0 a£$£@^^;W::T:??if|RU lN-itm&'Ttffc^L/Co ^T$i/f £$t7j^ 




Mb 3 8 3 ] 




miE# 2003-3095844 



mm 2002-280137 



^-v: 249/ 



x.^)Ux.~-'T)]/i l zx V 'JfaV-fya > U 7-(2-^nn7x-;i/)-3-^f;l/- 
3,7-vt: Vuy'V >-2,6-> ? ^> 72mg^#fc 0 iO^H.N-^ WA'AT 
5 KlmlKJMIU N-^nn^^yy^ K35mg=lr*nx.^o lSi:t«»L 

lH-NMR(CDCl3) 

5: 3.59 (s, 3H) 7.42 (dd, J=1.6, 7.6Hz, 1H) 7.47 (dt, J=1.6, 9.2Hz, 1H) 
7.54 (dt, J=1.6, 7.2Hz, 1H) 7.61 (dt, J=1.6, 7.6Hz, 1H) 7.93 (br, 1H) 
[0 5 3 3] 

f) 4-[7-(2-? n d 7 xi;V)-3-^ f ;V-2, 6-y t V-2, 3, 6, 7-f f 7 t: Kn- 

ih- 7° 'J << )V\ Mi y 'Jy-i-u ;i/ # >HH= ;i/xxf;v 

Mb 3 8 4] 



8-^nn-7-(2-^nn7i-;v)-3-^f;H7-^ii Kn^'j >58 
mg. l-(^H-7^^v*;V^;V)tf^^ v>150mg£*^rU 150° CKT4l$|BJ«fc 

nvf^7^CTfiSU f^m^^^Wtm^lliJ; ^fMb^%44mg£#*: 



1 H-NMR(CDCl3> 

a: 1.41 (s, 9H) 3.17-3.24 (m, 4H) 3.25-3.41 (m, 4H) 3.53 (s, 3H) 7.41-7 
.51 (m, 3H) 7.55 (dd, J=2.0, 7.6Hz, 1H) 7.66 (br, 1H) 
[0 5 3 4] 

g) 7-(2-^ on 7 x-;v)-3-^ f ;V-8-(t^7 y ;v)-3,7-y t Fo7 

V >-2, 6-vsJ- >1-'J7W nfj^i* 




ttiiE# 2003-3095844 



#JP 2002-280137 



^-v : 250/ 



Ut3 8 5] 




4-[7-(2-^ o n 7 x - jV)-3-^ f ;V-2, 6-y t V-2, 3,6, 7-f h ^ £ Kn-lH--7° 

^fElt^*. 86mg£#fco 

MS m/e (ESI) 361 (MH+-CF3COOH) 

lH-NMR(CDCl3) 

(J : 2.76 -2.79 (m, 4H) 3.23-3.26 (m, 4H) 3.53 (s, 3H) 7.40-7.43 (m, 2H) 
7.48-7.53 (m, 2H) 
[0 5 3 5] 

mmM2 7 4. r7-(2-^Pn-7^^JV)-3-^^;V-2.6-> ? ^-^rV-8-(bf^-7 V> 
-l-^;i^-2.3.6.7--r h ^ t: KD^'l >-l-^f -r ;V b ij 7 )V 

[ft 3 8 6] 




1 



4-[7-(2-7nn7x-)l/)-3-^f;K 6-v**7-2,3, 6,7-r- J-7t: Kn-1H- 
;V*;VAT^ KlmHC?##?U ^n^^^^^O.lmK #t^# »J ^ AlOmg&jHJx. 



tBIE# 2003-3095844 



#JH 2002-280137 



^-v: 251/ 



MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 5 3 6] 

mMM 2 7 5. r7-(2-»na7x^^-3-^f ;v~2. 6- 2 **v-&-(\£u 2 > 

-1-^;v)-2.3.6.7-t- h ^ Knyij >-i_^ jvl-r-b b^JiiiJk h li Z2k±n 

[ft 3 8 7] 




[0 5 3 7] 

gjfeM2 7 6. r7-(2-^Pn^^_;V)-3-^^;i/-2.6-^^-^rV-8-(e^^ v> 
-l-^;M-2.3.6.7-7" b KPT" 1 ? ;H-T b T ^ K b U ~7 Pffe 

MM 

[ft 3 8 81 




1 



4- [7-(2-^oo7x- -3- ^ f ^-2, 6-y t ^ V-2, 3, 6, 7-r h 7 H Kn -1H- 7° 
1; ;v] tf^7 v >-l-# x;H8mg£N,N-^ 

*M7? KlmlKiSflfU rn*7-b b- b 'J ;W). lmK y >7 A10mg£#n 

£T4r b- b i; ;HmH::v§$¥U b U ^f;Vy'J ;M K0.05ml£#nx-fc o ^ 

?a^TiB#r B m#t> ^^/-;v^inx.7^o ^t^tiL/io mmzmm^ 

&%Lfc ^n?^77^- T*f m U [7-(2-^nn7x-;v)-3-)if ;V-2, 6- 
zf**V-8-(\£^7i/y-l-4 )V)-2,3,6,7-r- b 7t Kn^'J >-l--T ;V-]-T-t b 
— b V ;V b V 7^^-nS^gJ^7.43mg [MS m/e (ESI) 400 (MH+-CF3COOH) L [7- (2 



ttigE# 2003-3095844 



#M 2002-280137 



^-v: 252/ 



-?uu 7x-;l^)-3-> ^;V-2, 6-v>^V-8-(ki^^ y ;V)-2, 3, 6, 7-t- 

h?KKn^'J>-W^]-r-bf7 5 KhV^l^ugf-^t&S^lmg [MS m/e (E 
SI) 418 (MH+-CF3COOH)] *n?Zo 
[0 5 3 8] 

SjfcglL2 7 7. 7-(2-»pp'7ji^;i/)-3-^^;V-i-( , 2--7.x^^;v')-8-('b: 0 ^v 
v>-l-^;V)-3.7-v>'H KP7*') >-2.fi-v^-> h li V^^-Pi^HfjS 
Hfc3 8 9] 




1 



MS m/e (ESI) 465 (MH+-CF3COOH) 
[0 5 3 9] 

^.#112 7 8. 7-(2-^Pn-7^^;M-3-^^;V-1-('2--7^y dryji^-;v)-R-( 
lit 3 9 0 ] 




2-7x^yxf;i/7n< K^fflv^T. ^»H2 7 4 <!: TOtc^SIb, HIE'fb 

MS m/e (ESI) 481 (MH+-CF3COOH) 
[0 5 4 0] 

mttM 2 7 9. 7-(2-^np-7^-;l/)-3-^^;V-l-(2-^-^V-2--7ai-;^^- 

MM 

tB!iE# 2003-3095844 



#il 2002-280137 



^-vl 253/ 



[ft 3 9 1] 




7xtv^n5 K£fflv»T, H WJ 2 7 4 tR*HiElL^ «IBft#**ft 

fco 

MS m/e (ESI) 479 (MH+-CF3COOH) 
[0 5 4 1] 

gg»il2 8 0. 7-(2-^nn7x^ii/)-3-^f;M-(2-y7;^>y;i/)-8-(e 
[ft 3 9 2] 



MS m/e (ESI) 476 (MH+-CF3COOH) 
[0 5 4 2] 

^MI2 8 1. 7-(2-^ ^^^v^7^^;v)-3-^^;l/-8-(b°^vy>-l-^;p)-3 
[ft 3 9 3 ] 



2-* h#y7x-;i/**D>f=J:i^t, ^ J&M 2 7 3 i:»:MU HfSft 





ttiliE# 2003-3095844 



#M 2002-280137 



^-y ! 254/ 



MS m/e (ESI) 476 (MH+-CF3COOH) 
[0 5 4 3] 

mttiM2 8 2. T7-(2-^ b * v 2 ^~^)-3-^ ^;V-2. V-8-(e^^ 
Hb3 9 4] 




4-[7-(2-p« K y 7 x - ;V)-3-^ f ^-2, 6-^ t + V-2, 3, 6, 7-f f 7 t Kn-1 

MS m/e (ESI) 429 (MH+-CF3COOH) 
[0 5 4 4] 

mWiM2 8 3. f7-(2-^ f^y7x-^)-3-^f;W2.6-vt^V-8-(^7y 
;/-l->f ;i/)-2. 3. 6. 7-t- h7t:Kn7 ,1 J >-W ;H-T-fe b ~ h ]} ;i/f')7;utn 

[<b 3 9 5 ] 




1 



[0 5 4 5] 

it«2 8 4. T7-(2-^ h^r'>-7^d;M-3-^^-;l/-2.6-v^-^V-8-(e^^v 
>--l-^;V)-2.3.6.7-T- b 7 K Kn7') 1" ;i^l-T-tr h T ^ K MJ7;V:frp 

HE B Ktt 



ttliE# 2003-3095844 



#81 2002-280137 



^-5>: 255/ 



[ft 3 9 6] 



I 

4-[7-(2-* h *->7 x-^)-3-^ V-2,3, 6, 7-f f7t Kn-1 

W2 7 5, 2 7 6 fcffllftKlgyffiU [7-(2-^ h^y7x-;V)-3-^f ;V-2,6-v 
^-^rV-8-(tT^v v>-l-^f;V)-2, 3,6,7- t- h 7t Kn^'J v_i_^r ;i/J_y-fe > - 
h'J^>'J7^nSS6I [MS m/e (ESI) 396 (MH+-CF3COOH) ] , [7- (2-* h 
7 x - ;v)-3-^ f ;V-2, 6-y t V-8-( ^'^7 v>-l--f ;i/)-2, 3, 6, 7-x b5tK 
n-7* 1 ; y-\-4fr]-T* >75 K I* U 7;v*ng^gfe^ [MS m/e (ESI) 414 (MH+-C 
F 3 C00H)]^#/c o 
[0 5 4 6] 

mmM2 8 5. 7- (2-* h*i/7x.-)V)-3-*?-)V-l-(2-**V-2-7^-)VJ- 
^;l/-8-(e^7y>-l--f;l/)-3.7-y^ Kn^'J >-2.6-^*> b L? 22k±Pffi 




°O^N A N ^ O 
I 

4- [7- (2-* f y 7 x - -3-^ f ;P-2, t 7-2, 3, 6, 7-f f 7 t Kn-IH- 
-?\) >-8--f ;v] tf^7^>_i_^ ;i/>f >f f H^f f ^ i:2-7n^ h 
7x;v»t, %im\2 7 4 tra^MU WIBft-frWiW^o 
MS m/e (ESI) 475 (MH+-CF3COOH) 
[0 5 4 7] 

^HM2 8 6. 7-(2-* h4r->7 3L^.^)-3-^^-;i»-l-(2-7j.zi;l/JL^-;l/)-8-( 
2 2 ;v)-3. 7-v K Kp 7'J >-2. 6- 2± > LlLZ EiM 



dilE# 2003-3095844 



#P 2002-280137 



^-v I 256/ 



[ft 3 9 8] 




i 



4-[7-(2-^ 7 x - -3-^ f ;i/-2, V-2, 3, 6, 7-f h 7 1 Ku-lH- 

~?\) )l<] e^7y>-l-*^**>^H7f^x^f;i'i:(2-7 , n*xf;i/ 

)s<>l£>*t%^X, mm 2 7 4 fcH&fcftsSU IMBto&fcfcfllfco 
MS m/e (ESI) 461(MH+-CF 3 C0OH) 
TO 5 4 81 

8 7. 2-\7-(2-* h4r->7ji^;M-3-^^-;V-2.6-y^-4rV-8-(lf^ 

7y>-i-Q)-2.3.6.7-f L3l^J£pj2HJ >-i->f ^;w1^> v*~ fc Hik 
Mb 3 9 9] 

4- [7- (2-* b y 7 x - ;V)-3-^ f ;V-2, 6-^^ ^ 7-2, 3, 6, 7-r b^fc Ktt-IH- 

MS m/e (ESI) 472(MH+-CF 3 C00H) 
TO 5 4 91 

mWM2 8 8. 7- (2-* >^y7x^jV)-3-^f;M-(2-7x;^yxf;^-8 
-(\£^7*Jy-l-4 ;M-3.7-vfc: Kn7'J >-2.6-v^-> h U 



mSE# 2003-3095844 



#M 2002-280137 



^-v I 257/ 



lit 4 0 0 ] 



Cr 




4- [7- (2-* h^'>7i-;V)-3-^f;V-2,6-^t^V-2,3,6 ( 7-f >7t Kn-lH- 
7° 'j >-8- -Y ;V] If ^ 7 V V-l- # )V Jj? >WkM=. ;Vx^T^^2-7xy^ryi 
^l^n K&/Bv*T\ HJfcfll 2 7 4 ^*t:jaaL, «HB<k^*»feo 
MS m/e (ESI) 477 (MH+-CF3COOH) 
[0 5 5 01 

mifaM2 8 9. 7-(2-^ ^^'>■7^^JV)-3-^^;W8-(e^7> ? >-W;M-l- 
(•7"P'/-2-^-;v)-3.7-vE Kn^iJ >-2.6-i?*> b !i Zik±PBM^ 
[tt4 0 1] 



4- [7- (2-^ h^rv , 7i^;V)-3-p«f-;V-2,6-v^^rV-2 > 3,6,7- , r h5t Kn-1H- 

KSrfflv^T, Udfe#U2 7 4 t^MU aiffrffrfr*****:,, 
MS m/e (ESI) 395 (MH+-CF3COOH) 
TO 5 5 11 

ggftfe#ll2 9 0. 7-(2-^ ^y7x-;i/)-3-^fJWl-(l-7x^;Vxf;l/)-8-( 

ti^^v'>-i-^;v)-3.7--^^ KP7°'j >-2.6-v^-> h n y^j-ummm 

[ft 4 0 23 





mtE# 2003-3095844 



!&m. 2002-280137 



^-v: 258/ 



4_[7_(2-^ h ^ry 7 x^;V)-3-^ f 6-y t ^ V-2, 3, 6,7-f h 9 Kn-1H- 

MS m/e (ESI) 461 (MH+-CF3COOH) 
[0 5 5 2] 

^jjg!l_2 9 1. 7-(2-e^;V7ji^;V)-3-^^^-8-(e^vv>-l-^;V)-3.7- 

KP^') >-2.6-v^-> 
a) 4- [7-^ > v ;V-1- (2,2-v^f;V-7°net-;Vt^y7xx^)-3->f ;W 
2,6-v^^rV-2,3,6,7--r b5t Kn-lH-7 0 '; )V}\£s<7 py-l-fi 

MU 0 3] 




2,2-^^7*0^^11 7-^>i^V-3-^;V-2, 6-^*^7-2,3,6,7-7- h 
7t Fn7'J Wf ^f;V4ffi^t, ^»!2 7 3e), f) tlWtff^ 

[0 5 5 3] 

b) 4-[l-(2, 2-v^ ^-;v-7*n \Z*=.)V** *s * ^/U)-3-* f7V-2, 6-^*^7-2 
,3,6,7-7=- h7t Kn-lH-^'J 7-8--f /V] fc?^7 v>-l-# ;v**7@£ fH7f;v 

Mb 4 0 4] 




4_ [7_^ > >? (2, 2- v ;v- 7*n n° :* — ;v sj- 3=- 7 jc — ;v) -3- * f - ;v-2, 6 
-y** 7-2,3,6,7-7- b 5t Kn-lH-7'; 7-8--T /U] fc°^7 S»-l-#>l/#>'Ife 
»= -x* 7" ;V2. 227g£I£mi00ml fc&fi? U 10*^7 A^fjtlg&jDx^ 



ffifE# 2003-3095844 



S$m 2002-280137 



^-v : 259/ 



-ft*1.89g«r»3to 
1H-NMR(CDC1 3 ) 

d: 1.09 (s, 9H) 1.41 (s, 9H) 3.36 (s, 3H) 3.37-3.42 (m, 4H) 3.45-3.50 ( 
m, 4H) 5.82 (s, 2H) 
[0 5 5 4] 

c) 4- [1- (2, 2- V * fJV-^n \L * ~)V * * v ^ f - ;V) -7- (2- fcf~;V-l- 7i-iV 
)-3-^^-;V-2,6-v^^V-2,3,6,7-r- F7t Kn-lH-'/'J >-8->f ;v] £ ^7 v> 

Mb 4 0 5] 



4_[1_(2, 2-v^ ^-;V-"7°n tf *-;v*^r v> ^;V)-3-^ ^;V-2 f 6-v^ V-2, 3 
*x;v£ffl^T||»!l2 5 9. %im\2 6 4 ^it:ML, #iB4b^£#fc 



lH-NMR(CDCl 3 ) 

1.15 (s, 9H) 1.58 (s, 9H) 3.18 (br, 4H) 3.30 (br, 4H) 3.58 (s, 3H) 5 
.32 (d, J=11.2Hz, 1H) 5.75 (d, J=17.2Hz, 1H) 6.39 (dd, J-10.8, 17.2Hz, 1 
H) 7.34 (dd, J=1.2, 7.6Hz, 1H) 7.40 (dt, J=1.6, 7.2Hz, 1H) 7.46 (dt, J=l 
.6, 7.6Hz, 1H) 7.69 (dd, J=1.6, 8.0Hz, 1H) 
[0 5 5 5] 

d) 3-^;W8-(tf^7 v>-l--f ;v)-7-(2-tfxi;u-7i-;v)-3,7-vt Kn^'J 




miiE# 2003-3095844 



#H 2002-280137 



^-v: 260/ 



[ft 4 0 6] 




NH 



4- [1- (2,2-^^f;V-7'nk t t^;l/t+y^f ;v) -7- (2- tf — 7x-;i/) -3 
-^f;l/-2,6-v ? t^y-2 ) 3,6 ) 7-rf7t Kn-lH-7 4 '; >-8--f ;V] tf-^v v?>-l- 
*;V^>m^H-7*^^^X-r;H87mg$r^ * 7 -;U3inH~i#fi? U TKfSftf- b V "7 
A 14mg£ 3JB x. o T L > RJSm * lN-ffifl* KX^mLtZo 

3:2^ffi^liJ; «K 4-[3-^ ^;V-2,6-v*^V-7-(2- If -;i/7x-;v)-2, 3,6,7- 
•f h7t Ko-lH-7 91 ; ^-8—f ;V] tf^7 y JV'f >if=7'f 7 

V*y;vi:tfflSU * y -;i/i5:l*£ffi5HSi J: *K *RlBft£-«&84 

iH-NMRCCDCls) 

S: 2.73 (t, J=5.2Hz, 4H) 3.19 (t, J=5.2Hz, 4H) 3.54 (s, 3H) 5.32 (dd, J 
=1.2, 10.8Hz, 1H) 5.74 (d, J=0.8, 17. 6Hz, 1H) 6.41 (dd, J=10.8, 17.2Hz, 
1H) 7.33 (dd, J=1.2, 6.0Hz, 1H) 7.38 (dt, J=1.6, 7.6Hz, 1H) 7.45 (dt, J= 
1.6, 7.6Hz, 1H) 7.68 (dd, J=1.6, 8.0Hz, 1H) 
[0 5 5 6] 

m-mm 292. 7- (2-* g u 7j>k=Jklj=2=^±]k=B=i ;v)-3. 7- 

Kn--7°u >-2.6-^'^-> b ]1 Zik^PJIMM 
[ft 4 0 7] 




tiilE# 2003-3095844 



#M 2002-280137 



^- y : 261/ 



4_[7_(2-^ n n 7x-;V)-l-(2,2-v ? ^ f^n t't-^ + y^f JV)-2, 6- 
^*3r 7-2,3,6,7-7=- f7t Kn-iH-"/'J >-8-^ ;V] t°^7 y ;v jK>§I 

= ^;v^-r;V8mg^N,N-^^^;V^^AT5 K0.3mlfci£j£U 3-Kx^> 
0.05mU fitm*V ^A20mg*J!jnx.> 50° CKT|fc&it# L£ 0 RJ&ifctelM&X'?- 

^fcf-bV^ASnigfcJnx., £©KT3B#ra*#L;fco K)£«lN-«-e*ftI L 

MS m/e (ESI) 375 (MH+-CF3COOH) 
[0 5 5 7] 

mWM2 9 3. 7-(2-^Pn-7^-;l/)-3--7°ne;W8-(e^^y>-l-^;V)-3.7- 
y'fc Kn-7' 1 ) >-2.6-v^-> b U Zjk±PBM^ 
[ft 4 0 8] 



3- K:/n/\->£fflv>T#dfe#I2 9 2 tHI^lt, 4r#fco 
MS m/e (ESI) 389 (MH+-CF3COOH) 
[0 5 5 8] 

mMM2 9 4. 7-(2-^nn7 v 7p tf ;v-8-(tf v 

3.7-vfc Kp--t°'J >-2.6-v^-> b 12 2Jk£*mm 
[it 4 0 9 ] 





ttlfE# 2003-3095844 



#M 2002-280137 



^-v: 262/ 



MS m/e (ESI) 389 (MH+-CF3COOH) 
[0 5 5 9] 

mmM2 9 5. 7- (2-» a n 7 x ^;^) -3- v ^ n e )M f ;v-8- ( bf^ 7 y >- 
W JV)-3.7-yfc Kd-v 9 ^ >-2.6-v^-> b !LZ2k±PffeM^ 
Mb 4 1 0] 



7*n^^;l/v?u:7 0 n^>&fflv>T#l«!l2 9 2 i: lig^Bc^kS U *Ife^ 

MS m/e (ESI) 401 (MH+-CF3COOH) 
[0 5 6 0] 

mj2 9 6. 7-(2-^nn-7^^;v)-3-'>^n-7^;v^^;w8-(ti^^^>-l- 
^ ;y)_3. Kn--7°'J >-2. Q=V± > fcjj Zjk±PflM^ 

HU 1 1] 



rp^ > f;^> ^ py^ > *i^t wj 2 9 2 tiwMt tc^au m^it^m 

MS m/e (ESI) 415(MH+-CF 3 C00H) 
[0 5 6 1] 

^#)I2 9 7. 7-(2-^nn-7^^;v)-3-(2--r Kn77-^)^f;V-8-( 
^7y>-M^-3.7-yE Kn-7°'J >-2.6-y^-^ f U Z2k±PBM& 




S7 




HifiE# 2003-3095844 



mm 2002-280137 



^-v: 263/ 



IIM 1 21 




MS m/e (ESI) 431 (MH+-CF3COOH) 
[0 5 6 2] 

^jjft.ffll2 9 8. 7-(2-?PP7^~;l/)-3-v^P7»^;V-8-(^^ 

Ute 1 31 



fco 

MS m/e (ESI) 401 (MH+-CF3COOH) 
[0 5 6 3] 

)-3,7-v?n kp--t°^ >-2.6-v^-> b ]j y)v^uwmm. 

[ifc 4 141 




6 




6 



{±iiE# 2003-3095844 



#0 2002-280137 



i-Z? : 264/ 



MS m/e (ESI) 415(MH+-CF 3 C00H) 
[0 5 6 4] 

gjjjgy 0 0. 7-(2-»pn7x^^)-3-(2-t Knjryxf;H-8-(tf^7y>- 
l--f^-3.7-yn KP--/U >-2.6-v^> V V7JU*uWm& 
lit 4 1 51 



MS m/e (ESI) 391 (MH+-CF3COOH) 
[0 5 6 5] 

M13 0 1. 7-(2-»nP7x^^)-3-(2-n KP ^ v7°P e;U)-8-(fc:^v v 
>-l-^;y)-3.7->?b KP-^U ^-2.6-^> h 12 2Jk±V&MM 

UhA 1 6] 



MS m/e (ESI) 405 (MH+-CF3COOH) 
[0 5 6 6] 

WH3 0 2. 7-(2-^ PP7^~;V)-3-(2-7;l^P^^;M-8-(1^v 





ffiiE# 2003-3095844 



mm. 2002-280137 



^-v: 265/ 



UhA 1 71 




MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 5 6 7] 

mmM3 0 3. 7-(2-^nn7x^]V)-3-(2-7^iP^ne^)-8-(^7y>- 

1- ^ -3. 7- v £ Kn-7°'J > -2. 6- v £ > h 'J "7 PffcBgj:! 

1 81 



MS m/e (ESI) 407 (MH+-CF3COOH) 
[0 5 6 8] 

i«3 0 4. 7-(2-^np-7^;M-3-(2-X f^yXf;i/)-8-(^7^>-l- 




tfclSE# 2003-3095844 



2002-280137 



^-v! 266/ 



UtA 1 9] 



0 




MS m/e (ESI) 419(MH+-CF3C00H) 
[0 5 6 9] 

^M{_3 0 5. 7-(2-^nn-7.x^;v)-3-(2--7 ^rvJi-f-;V)-8-(t:^7 v>- 

l-^;M_3.7-vH KP--7°iJ >-2.6-V^> Llj_Zik±PlMM 

KK4 2 01 



MS m/e (ESI) 467(MH+-CF 3 C00H) 
[0 5 7 0] 

mffiM3 0 6. 7-(2-^Da7xXiV)-3-(2-yf-iV)-8-(^7y>-M;v)- 
3.7-vfc: Kn--/') >-2.6-v^-> MJ7;v*niigfeigJ£ 




°T3 



ttilE# 2003-3095844 



#H 2002-280137 



267/ 



i ini2 n 



o \ 




^nWn^ K^fflv^r^»J2 9 2 ^IML, ^lE^^Hf/io 
MS m/e (ESI) 401 (MH+-CF3COOH) 
[0 5 7 1] 

mmM3 0 7. 7-(2-^ P o 7 JV)-3-^>v ;M-(b^7 y >-l-^ Jk)-3. 7- 
Kp-T^J >-2. 6-^'^- > L2L2 2k± PffeUja 

UhA 2 2] 



MS m/e (ESI) 437 (MH+-CF3COOH) 
[0 5 7 2] 

3 0 8. 7-(2-^PP7x-;U) -3- (2-* ^ V -2- 7 j. * ± JV) -8- L^±2 2 
>-l-/f^)-3.7-yn KP--/') >-2.6-v^-> h 'J ^va-PfffeggflC 

LtHi 2 31 





tBaE# 2003-3095844 



#H 2002-280137 ^- i? I 268/ 



MS m/e (ESI) 465 (MH+-CF3COOH) 
[0 5 7 3] 

mW>M3 0 9. 7-(2-^PP7x^V)-U2-t^Vfht: Kn7 7>-3-^;v)-8 
-(bf^v v>-l-^f ;M-3.7-v^ KP-^'J >-2.6-v^-^ h ]} 7 JV p ffeBfrtil 
Uh 4 2 4 1 




[0 5 7 4] 

^jjfcg!L3 1 0. 2-T7-(2-»nn7 j.J=.;v)-2.6-y^-^rV-8-(tf^^y> , -l-^^ 
)-1.2.6.7-t- f7b: Ka^') y-3-^;H-4-E Kn#y7 , f ) vfTZ/y K V 

LiLi 2 5] 




a-rnt-y-yfo?^ h>»ttlW2 9 2 fcratl^lU 7- (2-* 
on7x-;v)-3-(2-t^Vf h 5t Kn 7 5 >-3->f ^)-8-(^9^'/-l->f ^ 
)-3,7-vfc Kn-7°'J >-2,6-v^> h 'J TJl/tf nffsgfcS [MS m/e (ESI) 431 (MH+ 
-CF3COOH) L 2-[7-(2-^on7x- ;v) -2, 6- v t + V-8-(t^7 v >-l--f ;v) -1 
,2,6,7-7- >7t Ka7U V-3--T ;v]-4-H Fn^y7f'J yjrTi/y K h U 
^nftBBft [MS m/e (ESI) 449 (MH+-CF3COOH) ] fcWfco 
[0 5 7 5] 

^ML3 1 1- 2-f7-(2-7 a a 7 x ^;v)-2. 6--7i ^ V-8-(^7 v >-l--f 

£BSE# 2003-3095844 



#0 2002-280137 



^-v: 269/ 



IttA 2 61 



lH-NMR(d6-DMS0) 

3: 2.97-3.04 (m, 4H) 3.22-3.34 (m, 4H) 4.43 (s, 2H) 7.18 (brs, 1H) 7.49 
-7.59 (m, 2H) 7.62 (s, 1H) 7.66-7.71 (m, 2H) 10.90 (s, 1H) 
MS m/e (ESI) 404 (MH+-CF3COOH) 
[0 5 7 6] 

mMM 3 12. 2-r7-(2-^nn7x^;i/) -2. 6->? t^V -8- ( v v >-l- 4 2k 
2 71 



7-b > ^ > 'J ;V^fflV^»!l 2 9 2 i: TOK^M U HfMb^%£ 

MS m/e (ESI) 386 (MH+-CF3COOH) 
[0 5 7 7] 

mMM3 1 3. 7-(2-^PP7 ^~jM-3--7^~;V-8-(bl^-7 v >-l-^ >>V)-3. 7 





miE# 2003-3095844 



2002-280137 



^-v: 270/ 



U b 4 2 81 




4- [7-(2-^nn7i-^) -1- (2, 2- )V- 7°n tf * ^ )l>jr * v ^ -2, 6- v 
^-^y-2,3,6,7-T- h^fc Fn-iH-"/ 1 ; >-8--f ;v] tf^9 ^>-l-# ;^>»i= 
y^-^^^x^lOrag^N.N-^^^-^^^AT^ KO. 3mll::?#fl$ U 7i-;V**n 
>mi5mg, l^flMR (II) 10mg, If »J ^VO.O&nlfcfln*., m*&KT3B K3t#L*:o 

&1.39mg*#fco 
MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 5 7 8] 

fejjgLS 14. 7-(2-»Pn7x^)-3-(4-7^P7x^)-8-(tf^y> 
-l-^;i/)-3.7-yfcl KP--/'J ^-2.6-^^-^ h !2 2Jk±PH^ 
[1L4 2 91 




F 



MS m/e (ESI) 441 (MH+-CF3COOH) 



ffllE# 2003-3095844 



Wm 2002-280137 



^-v: 271/ 



[0 5 7 9] 

mitimzi 5. 7-(2-^ n n 7 x^;i/)-3-(3-^ P P 7 x^;i/)-8-(t:'^7 y >-l 
-^;V)-3.7-v^ Kn-7*') >-2.6-v^-> b ')7JI/tPS!ttt 
HU 3 01 




MS m/e (ESI) 457 (MH+-CF3COOH) 
[0 5 8 0] 

$jg<3 1 6. 7-(2-^PP7x^;i/)-3-(4-^PP7 ^~;l/)-8-(ti^ v>-l 
--f ;v)-3.7-v^ Kp-^J >-2.6-v^-> h 12 2Jk±nBMM 

[mi 3 ii 




CI 

4-^nn7x;Wn>^ffi^t > ^Ufe^0 3 1 3 fclli^U WSB'fb^ 

MS m/e (ESI) 457 (MH+-CF3COOH) 
[0 5 8 1] 

1 7. 7-(2-^no7 ai^;v)-3-(3-^ ^y7x-^-ij-(^7y"/ 



mtl# 2003-3095844 



#11 2002-280137 



^-i? : 272/ 



LtHi 3 21 




MS m/e (ESI) 453 (MH+-CF 3 C00H) 
[0 5 8 2] 

$jg»3 1 8. 7-(2-^aP7x^^-3-(4-^ ^ v7 ^-;V)-8-(fc:^ v > 
_l_^;V)-3,7-y-^ >-2.6-v^-> b 12 ZJk±PHM^ 

Ltili 3 3J 



4-^ l^vy^^v^n^Srffl^T, H«J3 1 3 tRWIL, ^ffi^ 

MS m/e (ESI) 453 (MH+-CF3COOH) 
[0 5 8 3] 

^ML3 1 9. 7-(2-» n P 7 x-Jl^)-3-(3-y 7 ; 7 x-Jl/)-«-(tf^7 y >-l 




mSE# 2003-3095844 



#M 2002-280137 



^-v: 273/ 



UK 4 3 4) 




MS m/e (ESI) 448 (MH+-CF3COOH) 
[0 5 8 4] 

$mmz 2 0. 7-(2-^ P P 7 x^;V)-3-(d-y 7 ; 7 x^;M-8-(t:^7 y >-l 
-4 )ls)-3.7-~J\z Kp-7°') >-2.6-v^-> > u y )\s*uWm$k 
WA 3 5] 




N 



MS m/e (ESI) 448 (MH+-CF3COOH) 
[0 5 8 5] 

3gM13 2 1 . 7-(2-^ nn-7 jc^;M-3-(3-pt h ^ ft ;V7 ^~;V)-8-( 

tf^^v>-l-^;v)-3.7-^H Fn-7°') >-2.6-v^-> f lj y^^ruwmkm. 



taiE# 2003-3095844 



iff m 2002-280137 



^-vl 274/ 



Kb 4 3 61 




o 



3-^ l>^y*/^'iil/7xiWn>MK, ^I»!l3 1 3 fc^:feIL 

MS m/e (ESI) 481 (MH+-CF3COOH) 
[0 5 8 6] 

mW.M3 2 2. 7-(2-^Pn7x^jV)-3-(4-^ fc * v_£ )]s#-)V7 :c-;M-8-( 
^7y^.l.^y).3,7-yt: Ko-^') >-2.6-v^-> 1- ]} 7;vtaKif 
[1L4 3 71 




4-^ f y * ;v^^;V7 x-;v,fn >t^iv>T, H»!I3 1 3 l^SL 

MS ra/e (ESI) 481 (MH+-CF3COOH) 
[0 5 8 71 

mmmz 2 3. 7-(2-^nn7^^;i/)-3-(^>V , ri.3lv^-^v-;i/-5-^;v)-8 

-(e^vv>-i-^;v)-3.7--^ti Kn--7°»j >-2.6-v^-> b ]} yjv^mm^ 



ttllE# 2003-3095844 



mi 2002-280137 



^-v I 275/ 



UhA 3 81 




^>vii,3]v^^v-;v-5--r;w#n >^^fflv>r. n»j3 1 3 1 mm~$m 

MS m/e (ESI) 467 (MH+-CF3COOH) 
[0 5 8 8] 

mWM3 2 4. r7-(2-^nn-7 oi^;v)-l-^^-;v-2.fi-v^-^rV-8-(ti^v v> 
-i-^)-1.2.6.7-t- b zJg Kn-/') >-3-^;i/l-i£jM^;i^x-r;v h *J 7;v 

a ) 4-[7_(2-^ n n 7 x-JV)-l-(2,2-^^ f ;wyn ift-^t^ f ^) -3- 
* V 3-)V-2,6-i?jr*V-2, 3, 6, 7-x h ^ t: Kn-lH-7* 1 ; >-8- 

[fti4 3 9] 




[Q 5 8 91 



4_ [7-(2-^na7x- ;V) -1- (2, 2- S> ^ ;V- -7° n tf * ~ ;W * ^ v ^ ^ ;V) -2, 6- S> 

^*v-2,3,6,7-T-h7t: Kn-iH--7 01 ; >-8--f ;v]^7y>-i-*;v**>^E 

JW).025mk V 'y^Omg^D*., m^~T^«#L£ 0 £0&i&KS»*- 

[0 5 9 0] 

b) 4-[7-(2-^Dn7xi^)-3-^ h ^tf^-^^v-i-^^i^e-v^ 



tBmE^ 2003-3095844 



!&m 2002-280137 



^-v: 276/ 



^ V-2,3,6,7-7" YyM KO-1H-7 9 '; ;u] S J >-l-% 

4 oi 



4_ [7-(2-^nn7x-;v) -1- (2, 2-y^f^-7'nt:t^^t^v^f ;v) -3- ^ 
f^y^;^'-;v^f;v-2,6-yt ^7-2,3,6,7-f h 7 t Fn-1H-"7 0, J >-8->f 
v>-l-#;wi?>^fjlH7^;Vi;*x;W39mg : £y- > 9 t: Kn-79>lml 

fco lN-mm^nx-T^fnu Wif^t:tiffii/co *«W***W^^ 

*i">AT?*£8feU 5*. v#$£lg*U 4-[7-(2-^nD7x-jl/)-3-^ h^vTJ 
- ;M f ;W2, 6-y t V-2, 3, 6, 7-f h 7 1 Kn-lH-7' 1 ; >-8-^f;v]tf^9 
v >-i-77 ;^V^iE7'f;vx^ t- ;W00mg£#£o i^^o^N.N, -y^fjv 
*>UA7$ KfcilKiffiBU V t> A20mg, 3 »Mfc* ^;M).02ml£ *n£, M 

[0 5 9 1] 

c) [7-(2-^ n d 7 x^;v)-l-^ f iV-2,6-y t ^ V-8-(tf^7 y ;V)-1,2 
,6,7-x f7t Kn^V y-S-^^-St^fjVx^f^ h 'J 7;V^nf^^ 
Hfc4 4 1] 



4_ [7-(2-^UU7x-jV)-3-> b v iJ ;i/ *K— ^ ^ * * *f- )V-2, 6- *J * 
V-2,3,6,7-7- h9t Kn-lH-7 0 '; ;V] fcf^v> jJOfll&H:/*- 





tfiiE# 2003-3095844 



#H 2002-280137 



^-v 5 : 277/ 



^n7f^77^ fcTffim U ^fS^^%8. 09mg&#£ o 
lH-NMR(d6-DMS0) 

a: 3.15-3.18 (m, 4H) 3.25 (s, 3H) 3.45-3.48 (m, 4H) 3.80 (s, 3H) 4.86 ( 
s, 2H) 7.51-7.60 (m, 2H) 7.64-7.68 (m, 2H) 
MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 5 9 2] 

mmm 3 2 5. r7-(2-^nn7x^;M-l-^f ;i/-2. 6- v ir ^ V -8- ( tf^ g 2 > 

jv)-i.2.6.7--r b7^Knyj >-3-^ ;H-iffeB£ 1- 'J 7;i/;j-pffeatta 
a) 4- [7-(2-^nn7x^JV) -3-# ;v v ^ ;V-1-^ ^ >V-2, 6- v :** * V -2, 3, 
6.7-7- h5t Kn-iH-T' 1 ; >-8->f If ^7 y>-i-*;v**>^iH7*f ;vx^ 

Mb 4 4 2 ] 



4_ [7-(2-^nn7x- ;V) -3- ^ h ^ v * ^ ;V ^ ^ ^ ;V-2, 6-v t^V 
-2,3,6,7-7 h^fc Kn-lH-^V >-8-W AO tT^9 v V-l-# ;V**>lIH7f^ 
7;i/87mg£ J- ;V2ml Kigfl? 5N-7K^bf- h V V AtK?§^0. 2ml £ 

[0 5 9 3] 

b) [7-(2-^nn7x-;i/)-l-^f ;V-2, 6- 5> t^y-8-(^7^>-l-^;v)-l, 
2,6,7-f h7^ Kn7*'J >-3—OV]-M1^ h U 7^tnftSffi 




tbiE# 2003-3095844 



#M 2002-280137 



^-v: 278/ 



[it A 4 3] 




I r-\ F F 

/>-N NH 



OH 



4_[7_(2_? no7i-;v)-3-* *> ^;v-2, 6-yt^v-2,3,6 

;i/26m g ^ b y ) 7)v*umm~mML, mm Ltzc mmz&ffl&n&WLfctv-? v 

7*7 7 4 -KT»ftU HlE^tH0.73mg^#fc o 
lH-NMR(d 6 -DMS0) 

*: 3.15-3.18 (m, 4H) 3.26 (s, 3H) 3.46-3.49 (m, 4H) 4.80 (s, 2H) 7.50-7 
.59 (m, 2H) 7.63-7.68 (m, 2H) 
MS m/e (ESI) 419(MH+-CF 3 C00H) 
[0 5 9 4] 

mum 3 2 6, r7-(2-»nn7x^iU)-1-^ JV-2. G- V ± * V-8- ( g£LZ 2 > 
-l-^f;V)-1.2.fi.7-f h 7^ KP7°') >-.W;Vl-7-fe K hJ17Jk±^M 

a) 4-[7-(2-^nn7x-;V)-3-7-bh7^ M-^f ^-2,6-^^^7-2,3,6,7- 
Hfc4 4 4] 



4_[7_(2-^ on7x ~;v)-3-# ;V**3r v * ■f-fl'-l-.* ^^-2, 6-v*^ V-2, 3, 6 

;V53mg*T- h9t Kn7 9 Vlml^jSL^ h V xf;l/7 5 VO. 03ml, ?nn#t 
Hj. *-/M). 015ml &mz.?z 0 m.UKX15frMWL, 30% T > ^ -7fc?#i£0 . 1ml £ in 




Sr NH * 



0 



ftiE# 2003-3095844 



Jjf II 2002-280137 



v : 279/ 



[0 5 9 5] 

[7- (2-^ no7x-]V)-l-^ ^;V-2,6-v^^V-8-(lf^^ v>-l--f ;v)-l,2,6, 
7-x h 9 Kn^U >-3-^ ;v]-7-tr h T ^ K b 7 J 7^tDitI 
Mt 4 4 5 ] 



4- [7-(2-^ D D 7 x-;V)-3-7* f 7 5 K-l-^ f ;V-2, 6-'^t V-2, 3, 6, 7- 

3mg& M ^v^nS^Ki^fU ifclSLfco 5^£ifcffl*Watfft#* h ^ 

•7 y J -KTfllSlU ^ifilfc£*3.31mg£#/io 

!H-NMR(d6-DMS0) 

S: 3.15-3.18 (m, 4H) 3.26 (s, 3H) 3.45-3.48 (m, 4H) 4.76 (s, 2H) 7.50-7 
.59 (m, 2H) 7.62-7.68 (m, 2H) 
MS m/e (ESI) 418 (MH+-CF3COOH) 
[0 5 9 6] 

mMsAZ 2 7. r7-(2-^nn-7.x-;v)-2.6-^^-^v-8-(if^9v>-i-^;v)- 
1.2.6.7-t- b7b Kn^'J >-3-^;vl-ffcit^^-;VJ-X^;v T> ]j y^nffeM 

[lb 4 4 6 ] 



4- [7-(2-^on7x- ;V) -3-p< b + y* ;V stf— )\> * f - ;V-2, 6- V * 3r V -2, 3, 6, 
7-x h7t: Ko-lH-^ 1 ; >-8--f ;v] k'^7^>-l-*;bf v^=7f JVx^t 





miE# 2003-3095844 



# m 2002-280137 



^-v: 280/ 



MS m/e (ESI) 419(MH+-CF 3 C00H) 
[0 5 9 7] 

mmM3 2 8- r7-(2-^nn v^_;i/)-2.6-v^^v-8-(li 0 ^^ v>-l-^;v)- 
1.2. 6. 7- 7=- b g ^ KP-^U >-3-^;v1-ffciS b >J -7 )VjruWm& 
[ft 4 4 7] 



4_ [7-(2-^nn7xiJH-3^ h * v # ;v ^^f ;V-2, 6- *S t^rV-2,3,&, 
7-9- h?t Kn-iH-7 Qi ; >-8--f ^^-v v >-l-# ^.^vffH/f-^x^r 

)v*m^x^ %mmz 2 5a), w twim-f&wL, i^b^*n/:o 

MS m/e (ESI) 405 (MH+-CF3COOH) 
[0 5 9 8] 

m-mmz 2 9. \i-(2-?uu7 x.~)v)-2.b-v**v-\-'7 ^^^-z-i^v 

v>-i-^;v)_i,2.6.7--r HnKo^') >-3-^f ;v1-ifce£^ ±jk £2k h U 

a) 4-[7-(2-^nn , 7^-;V)-3-^ h * ^-)V-2,6- c J* * V-l- 

7x^f;W2,3,6,7-f h^t: >-8-^!/]^7y>-l-*JKf>t 

[4b4 4 8] 



4_ [7-(2-^nn7x-JV)-3-^ 1-^ v # ;^-2, 6- v t^rV -2, 3,6,7- 

r- h 9 t: Kn-lH--/ 1 ; >-8--f ;v] tT^^ v>-l-^;i/^>M^H-r^^x.x-r;V4 
9mg^N,N-v^^-^^;VAT^ Klmlfc?g#U ^#';^A20mg, 2-7x^f;l/ 





2003-3095844 



mm 2002-280137 



^-v: 281/ 



KO. 03ml & tin ;U 50° Cfc"Ci&£*#Lfco jRJC&«E*»K^.'^^-C#^t 
[0 5 9 9] 

b) [7-(2-^nn7xiil/) -2, 6- S> t*V-l-7x^f ;v-8- ( t? ^ 9 v >-l--f ;u 
)-l,2,6,7--r h7t K n 7° V >-3--f ^]-it^f ^x^f ^ h 'J 7;V*nff: 

mm. 

Ut4 4 9] 



4-[7-(2-7Dn7x-;V)-3-^ > * ^;V-2,6-v*3f V-l-^x. 

*^;i/-2,3,6,7-x Kn-1H-7"U ^-8-^f;V] y>-l-*^*'>tiH 
7'f;vxxri^fflv^, fd&#!]3 2 4c) fcpg&KjgLSU m&{b&to*&fco 
MS m/e (ESI) 523 (MH+-CF3COOH) 

[0 6 0 0] 

mmma 3 o. r7-(2-^pn-7^^;i/)-2.6-^^^v-i--7^^-f-;^-8-(e^v 

y>-W;v)-i.2.6.7--r h_g_£ kp-7°') v-3-W ;i/l-ffea? fc 12 2Jk±PHM^ 

[ft 4 5 0 ] 



4_ [7_ (2- ? n n 7 x. — ;v) -3- ^ h *> 7j * — ;v ^ f - ;i/-2, 6- v t^7-l-7x 
**-/l/-2,3.6,7-"r h 7 Kn-lH-7* 1 ; >-8--f /W] lf^9 v >-l-7J ^#>^H 

MS m/e (ESI) 509 (MH+-CF3COOH) 




IT N 




tBII# 2003-3095844 



mm 2002-280137 



^-v: 282/ 



[0 6 0 1] 
[ft 4 5 1] 



4_ [7-(2-^nn7x^;v) -3- # ;v ^-2, 6-yt + V-l-7x^f ;v-2 

,3,6,7-t- Kn-lH-7 91 ; >-8-^f >U] fef^^ v >-l-*;v^>tlE7'f ^ 

Xf)^Iv^T, H«!)3 2 6a),b) tlWtftKjMU SUBft-^fc^fco 
MS m/e (ESI) 508 (MH+-CF3COOH) 

[0 6 0 2] 

^jML3 3 2. r7-(2-^pp-7^^;v^-i-^^^-8-(^^^v^-i-^;v)l-3.7- 
v Kn -7°^) >-2. > h !i y >k± alii 
[ft 4 5 2] 



4-[7-(2-^nn7x-;v)-l-^fJV-2 1 6-yt^y-2,3,6,7-f h v \l Ko-lH- 

3 2 6 b) fcRMfcfcteaU WRft'frWfcWfco 
iH-NMR(dS-DMSO) 

5: 2.95-3.03 (m, 4H) 3.14 (s, 3H) 3.23-3.34 (m, 4H) 7.49-7.62 (m, 2H) 7 
.66-7.71 (m, 2H) 10.90 (s, 1H) 
MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 6 0 3] 





H 



mU<& 2003-3095844 



#11 2002-280137 



^-v ! 283/ 



7-S?E Kn^'J > -2. 6- T- ]} y frirvWemi& 
Mb 4 5 3] 



4_[7-(2--r^-;v)-l-^^^-2,6-v ? ^^V-2,3,6 > 7-T- h 5t Kn-lH-:/D >-8 
-^V]lf^7y>-l-*^r/iiH7'f)Vx^f;H:fflv^, H«!12 9 2 £: 

MS m/e (ESI) 331 (MH+-CF3COOH) 
[0 6 0 4] 

mmms 3 4. 7-(-ri>-2-^ -;M-i-^;v-8-(e^v ;iQ-3,7-v 

Hk4 5 4) 



4_[7_(2--7^";V)-l-^^^-2,6-v^ J PV-2,3,6,7-x h 9 t: FU-1H-7 01 ; >-8 

MS m/e (ESI) 303 (MH+-CF3COOH) 
[0 6 0 5] 

^.#113 3 5. 7-(2-^^;v)-3-^^v;v-i-^^;v- 8-(^^^> > '>-i--r^)-3 

Ht4 5 5] 






mtiE# 2003-3095844 



#0 2002-280137 



^-v: 284/ 



1H-NMR(CDC1 3 ) 

5: 1.83 (t, J=2.4Hz, 3H) 3.03-3.06 (m, 4H) 3.38 (s, 3H) 3.38-3.41 (m, 4 
H) 4.84 (q, J=2.4Hz, 2H) 5.21 (s, 2H) 7.26-7.30 (m, 3H) 7.52-7.54 (m, 2H 

) 

MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 6 0 6] 

^»J3 3 6. 7-(2--?f-=-)V)-3-* h y ^? f ;V-8-( t: ^ 

[ft 4 5 6] 



lH-NMR(CDCl 3 ) 

5: 1.84 (t, J=2.4Hz, 3H) 3.00-3.03 (m, 4H) 3.34-3.36 (m,. 4H) 3.40 (s, 3 
H) 3.79 (s, 3H) 4.78 (s, 2H) 4.84 (q, J=2.4Hz, 2H) 
MS m/e (ESI) 375 (MH+-CF3COOH) 
[0 6 0 7] 

mWM3 3 7. r7-(-7^-2-^^;U)-l-^^-;l/-2.6-v^-^V-8-(H°^^> ? >-l- 

4 ;v)-i.2.6.7--7- 1-711 Kp-7' 1 ; >-3-^;H-i£i£ h ij yfr*u&wm 

[ft 4 5 7] 



4_ [7_ ( > _2--f =. )V) -1- ^ ;V-3- ^h^ry*;V^;V^f ;V-2, 6- ^ ^ V -2, 
3,6,7-t- f7t Kn-1H--7 01 J >-8--f )V] H>7 y >-l-* >IfH7'f ;vx 




C0 2 Me 




mmm 2003-3095844 



mm 2002-280137 



v : 285/ 



i&KT3i$raafc#Lfco RJSm^TKt'T^L, 2N^m^"C4 3 Slt/io ttBftJ.^: 

MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 6 0 8] 

3 3 8. 7- (2- Z± ^^-3-(4-^on^yyjV)-l-^f;V-8-(t:>7 v V 
[ft 4 5 8] 



MS m/e (ESI) 427 (MH+-CF3COOH) 
[0 6 0 9] 

$mM3 3 9. 7-(2-yf^^-3-y»n^jM-^JH-(^7y>-l-f 
JU)-3.7-S?fc Ko^') >-2.6-->^> b !J 2Jk±PHM^ 
[ft 4 5 9] 



4-[7-(2-y^-;V)-l-^^^-2,6-v ? ^^rV-2,3,6,7-T- f7t Kn-IH-^V > 
-8- -f fcf ^ 9 v >-l-7J ;v *'>tiH7'f ;>x7f /U8mg*N, N-v?^^- )V * ;v A 





6 



ffifE# 2003-3095844 



m m 2002-280137 



s<-i? : 286/ 



T< K0.4ilCliL> fim*W&10mg, y^n/Wn^ KO.Olml^SDx. 

o ^^h^^^^-Df^^^t. ill, M^iW»^7f^ 

MS m/e (ESI) 357 (MH+-CF3COOH) 
[0 6 10] 

mWMS 4 0. 7-(2-yf^^-3-(2-7 > f^^-l-^fiM-(^7y>-l-^ 
[ft4 6 0] 



MS m/e (ESI) 355 (MH+-CF3COOH) 
[0611] 

mWM3 4 1. 7-(2-^f ^;V)-3-y7^ f f ;V-8-(e^7 y 

;M-3.7-yi: KP7°') >-2.6-v^-> h 12 Zik±PffeM^ 
lit A 6 1] 



MS m/e (ESI) 342 (MH+-CF3COOH) 
[0 6 12] 

gjfeg!L3 4 2. 7-(2--7*^~;M-3-(2-£ KnJpyxfjl/)-i-^f; l/-H-(^^7y 




V 




fcttiE# 2003-3095844 



#BI 2002-280137 



! 287/ 



[It 4 6 2] 



¥ jf >-M NH F 




2-3- K^/-;v£ffiv>T^«!l3 3 9 fcH&fcgfcSU WRAMM*Wz 



MS m/e (ESI) 347 (MH+-CF3COOH) 
[0 6 13] 

mmM3 4 3. 7-(2-7'f^;V)-3-(2-f b7H £U7^_=JklA±2k=l=2L±Jk= 
8-(e^9 y >-l->f HP^Hj >--2. 6^£± > h-U 7^tnftB^ 

Mfc4 6 3] 



[0 6 14] 

!H-NMR(CDCl3) 

5: 1.70-1.77 (m, 1H) 1.84 (t, J=2.4Hz, 3H) 1.88-1.93 (m, 1H) 1.97-2.06 
(m, 2H) 3.01-3.04 (m, 4H) 3.34-3.36 (m, 4H) 3.39 (s, 3H) 3.77 (dd, J=8.4 
, 14.0Hz, 1H) 3.92-3.97 (m, 2H) 4.19 (dd, J=8.4, 13.6Hz, 1H) 4.45-4.50 ( 
m, 1H) 4.83 (q, J=2.4Hz, 2H) 
MS m/e (ESI) 387 (MH+-CF3COOH) 
[0 6 15] 

mMM3 4 4. 7-(2-7^-=.;v)-3-(2-^^-;V7 g ntf ji/)-i-^-^;i/-8-(tf^v^ 




ffilE# 2003-3095844 



#11 2002-280137 



^-v: 288/ 



[it 4 6 4] 




MS m/e (ESI) 359 (MH+-CF3COOH) 
[0 6 16] 

1113 4 5. 7-(2-7^r.;M-3-->^ n-r^-;i/^^-;V-i-^^;i/-R-(bf^^v 
>_l_^;y)-3,7-ybl KP7°U >-2.6-v^> f 7 )V± mmtii 
[it 4 6 5] 



lH-NMR(CDCl 3 ) 

S: 1.83 (t, J=2.4Hz, 3H) 1.85-1.91 (m, 1H) 1.98-2.05 (m, 2H) 2.81-2.87 
(m, 1H) 3.02~3.05 (m, 4H) 3.36-3.37 (m, 4H) 3.38 (s, 3H) 4.09 (d, J=7.2H 
z, 1H) 4.85 (q, J=2.4Hz, 2H) 
MS m/e (ESI) 371 (MH+-CF3COOH) 
[0 6 17] 

mWM3 4 6. 7-(2-7^~;V)-3-(3-h >J 7)V±U * + )l<-fX3 \d ^- )V- 




\2 



tiilE# 2003-3095844 



#BI 2002-280137 



^-v: 289/ 



[it 4 6 6] 




1 — "X F 



MS m/e (ESI) 413(MH+-CF 3 C00H) 
[0 6 18] 

tilj 4 7. 7-(2--7 ? -f-^;v)-3-(3--7^^p-7 0 ne;M-l-^^-;u-8-(t:^7 

v y-i-Y jV) -3. 7-y HKpyj >-2. 6- v ^ > b U Zik±PHM^ 

Mb 4 6 7] 



MS m/e (ESI) 363 (MH+-CF3COOH) 
[0 6 19] 

mmmz 4 8. 7-(2-7'^-;v)-3-(2.2-v-7;i/^-p j.^;v)-i-^^;v-8-(tf^ 

Mb4 6 8] 





V 



2003-3095844 



mm 2002-280137 



^-v : 290/ 



MS m/e (ESI) 367 (MH+-CF3COOH) 
[0 6 2 0] 

m$M2A 9. 7-(2--/f-^-3-(2-7;Hnxf;v)-i-^f^-8-(e^7y 
[ft 4 6 9] 



MS m/e (ESI) 349 (MH+-CF3COOH) 
[0 6 2 1] 

^Wll 3 5 0 - 7-(2--7^-;V)-3-v^ P 7°Q -f-;V-l-^ ^-;t/-8-(fcf^7 

^>-l-^;M-3.7-^ KDf) >-2.6-v^-> V L? 7)VjruWiM%l 
[ft 4 7 0] 



yn^e^^;Vv^n-7°n/N°>^fflv^r^»J3 3 9 tmm~$mi>s ^ffift-^ 

MS m/e (ESI) 357 (MH+-CF3COOH) 
[0 6 2 2] 

mmM3 5 I . 7-(2-7^~;V')-3-(2.2.2-MJ 7;^nxf;V)-1-^f;V-8-( 
fcf^ ;M-3. 7-S^fc: Kn >-2. 6-v^- > f >J ^va-nM^l 





taiE# 2003-3095844 



mm 2002-280137 



s<-*J: 291/ 



[ft 4 7 1] 




>ih ho '\t 



0 



MS m/e (ESI) 385 (MH+-CF3COOH) 
[0 6 2 3] 

mmms s 2. 7-(2-^-;i/)-3-r(2-tjr7-(4-^pp7x^;i/)xf^i-i- 
[ft 4 7 2 ] 



MS m/e (ESI) 455 (MH+-CF3COOH) 
[0 6 2 4] 

IM3 5 3. 7-(2--/f^^)-3-7-bf7^ K-1-* ^;V-8-(bf^7 




CI 



tHSE#2 003-3095844 



#H 2002-280137 



^- v : 292/ 



[fU7 3] 




V 



lH-NMR(CDCl3) 

d: 1.68 (t, J=2.4Hz, 3H) 3.15-3.19 (m, 4H) 3.23 (s, 3H) 3.46-3.51 (m, 4 
H) 4.55 (s, 2H) 4.71 (q, J=2.4Hz, 2H) 6.00 (br, 1H) 6.91 (br, 1H) 
MS m/e (ESI) 360 (MH+-CF3COOH) 
[0 6 2 5] 

mWM3 5 4. 7-(2-:/^-;i/)-3-(3-b: KP^yyPb°;U)-l-^f ;l/-8-(t:^ 
v y ;l/)-3. 7- v K a ~7°U >-2. > b 12 2 jk±PflMM 

4 7 4 ] 



3-3- K7°n^v-^£;B^T^»!i3 3 9 fcisM&Kgtsu wmt^m^n 

MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 6 2 6] 

mm\3 5 5. 7-(2-^-^^)-3-(2-^>v;v^-^'>^^;i/)-]-^^-;v-8-(^° 




thSE# 2003-3095844 



#@S 2002-280137 



^- v I 293/ 



[ft 4 7 5] 



v 1/ ^ Hi 




MS m/e (ESI) 437 (MH+-CF3COOH) 
[0 6 2 7] 

Hfc4 7 6] 



NH, 

MS m/e (ESI) 374 (MH+-CF3COOH) 
[0 6 2 8] 

mffiM3 5 7. 7-(2--7*-7-^;i/)~3-(l-^ f ^ v # ;v?K~;T/-i--7 jc-;v) 

1-^ f;W8-(tf^7 ^y-i-^f ;V)-3. 7-y b: Kpt"') >-2.6-v^-> hjjjziki: 

Wfc4 7 7] 



2-7'n^e-7^^-;^m^^-^^^7 : -^^fflv^T^M^I3 3 9 t»MU 





O^OMe 



ffllE# 2003-3095844 



#gg 2002-280137 



^-v : 294/ 



lH-NMR(CDCl3) 

S: 1.83 (t, J=2.4Hz, 3H) 3.02-3.05 (m, 4H) 3.36-3.38 (m, 4H) 3.37 (s, 3 
H) 3.80 (s, 3H) 4.82 (q, J=2.4Hz, 2H) 6.50 (s, 1H) 7.30-7.32 (m, 3H) 7.6 
5-7.67 (m, 2H) 

MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 6 2 9] 

mmM3 5 8. 7-(2--7^^;ix)-3-(2-v^^;^T^ 7 )^)V-\-* jf-;i/-8-( \£ 
C< 2 v >>V) -3. 7- v ^ K n 7° ') >-2. 6- v ^- > b 'J 7 jVJ: nlfeMit 

[<fc4 7 8] 



(2-^;]/7$y)if^7'n^ K*fflv^T^»u3 3 9 tmmmmL, m 

MS m/e (ESI) 402 (MH+-CF3COOH) 
[0 6 3 0] 

»tM3 5 9. 7-(2-7f^^)-3-7');V-l-^f;l/-8-(b>7y>-l-^;V)-3. 
UkA 7 9] 



MS m/e (ESI) 343 (MH+-CF3COOH) 
[0 6 3 1 ] 





ffiSE# 2003-3095844 



#SI 2002-280137 



295/ 



Kb 4 8 0] 

0 ^ o 

MS m/e (ESI) 345 (MH+-CF3COOH) 
[0 6 3 2] 

^WM3 6 1 . 7-(2-^^^)-3-^;V-l-^^;l/-8-(tf^^y>-l-^f;l/)-3. 
[it4 8 1] 




MS m/e (ESI) 359 (MH+-CF3COOH) 
[0 6 3 3] 

MMM 3 6 2. 7- (2- 2^: = 2k) -3- v * n ^ a ^ £ ;u-8- 2 > -1- 

[4fc4 8 2] 




MS m/e (ESI) 385 (MH+-CF3COOH) 

filliE# 2003-3095844 



mm. 2002-280137 



296/ 



[0 6 3 4] 

mm®] 3 6 3. 7-(2-7 > ^-~;t/)-3-(2- > r7-~;M-i- *±2k=2=^g£Lz 2 
;V)-3. KD -7°'; >-2. 6-v £ > LJjJZ )V± Pflli 
Hfc 4 8 3 ] 



K-2-rt > zm^xmnm 3 3 9 ttwjjtwgisu ^iB^^^tf^ 



MS m/e (ESI) 357 (MH+-CF3COOH) 
[0 6 3 5] 

mWM3 6 4. 7-(2--7^-;V)-3-(2-^^;U)-7^^-l-^^^-R-(^°^v v>- 
l-^V)-3.7-yE Kn-/') >-2.6-^> h 'J 7)V*ummm 
[lb 4 8 4] 



2-3- F'O* >^fflv^TWJ3 3 9 ra&fcgfcS U ^lfB4b^-%*#^o 
MS m/e (ESI) 373 (MH+-CF3COOH) 
[0 6 3 6] 

mmm 3 6 5. 7-(2--7^f-~;V)-3-(3-->T / -/P g>3 ^;V-8-(fc: 
^ v 2 > -1-^ ;v) -3. 7- 2 ^ K p v° !j >-2. 6-v? ±> b '? 2 2ki: nBS 
[Ib4 8 5] 






CN 



Hi«E# 2003-3095844 



mm 2002-280137 



^-v: 297/ 



MS rn/e (ESI) 370(MH+-CF 3 C00H) 
[0 6 3 7] 

mWiM3 6 6 . 7- (2--/^ -3- (2- 7 ;c / #y.x^;M r^V-l-^ -?-;V-8-( 
[it 4 8 6] 



j ii >-N NH 
O^N^N 




2- 7i 



lH-NMR(CDCl3) 

d: 1.84 (t, J=2.4Hz, 3H) 3.01-3.04 (m, 4H) 3.35-3.37 (m, 4H) 3.40 (s, 3 
H) 4.32 (t, J=6.4Hz, 2H) 4.46 (t, J=6.0Hz, 2H) 4.85 (q, J=2.4Hz, 2H) 6.9 
1-6.95 (m, 3H) 7.23-7.27 (m, 2H) 
MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 6 3 8] 

mmms 6 7. 7-(2--7^-;V)-3-(2-l^ KP^y^nb» -l-^ <f-fr-g-(\£s< 
r^-1-^l/)-3.7-yt Kn^'J >-2.6-^^> h ')7JVtn«J£ 
Ufc4 8 7] 



V T ">~N NH 

V 

OH 



-\< F 

F F 



tiifE# 2003-3095844 



#M 2002-280137 



^-v: 298/ 



MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 6 3 9] 

2 >-i->f )U) -3. 7-y bKny) >-2. 6-S^ ± > h ')7^Pft»Jfi 

[ft 4 8 8] 



MS m/e (ESI) 427 (MH+-CF3COOH) 
[0 6 4 0] 

3 6 9. 7-(2--7^^-;l/)-3-(l-^ ^7°P ejM-l-j* f^-8-(^9y 
Hfc4 8 9] 



MS m/e (ESI) 359 (MH+-CF3COOH) 
[0 6 4 1] 

gjjjgU 7 0. 7-(2--7^^;v)-3-v^n^>^;v-i-^^^-8-(tf^^v ? >-i- 





tBfI# 2003-3095844 



mm 2002-280137 



^-v: 299/ 



[it A 9 0] 




6 



MS m/e (ESI) 371 (MH+-CF 3 C00H) 
[0 6 4 2] 

gg»!)3 7 l. 7-(2-r^^;v)-3--7 > ne^;v-i-^^;v-8-(ti 0 ^^y>-i-^;v 
)-3.7-S?t: KPT* 'J y-2.<a-V*y h ^ 
Hfc 4 9 1] 



MS m/e (ESI) 341 (MH+-CF3COOH) 
[0 6 4 3] 

$i«!3 7 2. 7-(2--7 > ^^;M-3-(2-»pp^>v;i/)-i-^^-;w8-(bT^^> ? 
>-i-^;v)-3.7-v'n Fp-7°'J y-2.6-*J*> h li 2Jk±PHM^ 
[it 4 9 2] 





c >0 



£BtE# 2003-3095844 



#M 2002-280137 



^-v ! 300/ 



MS m/e (ESI) 427 (MH+-CF3COOH) 
[0 6 4 4] 

mtt5M3 7 3. 7-(2--7^^;V)-3-(2-^-^rV-2--7^^^^)-l-^^^-8-(b:^ 
=yyy-\-y{ jvU.17-vb Ku-/iJ >-2.6-v^-> h ') 7 affirm 
[<t4 9 3] 



lH-NMR(CDCl 3 ) 

a: 1.85 (t, J=2.4Hz, 3H) 2.96-2.99 (m, 4H) 3.28-3.31 (m, 4H) 3.41 (s, 3 
H) 4.85 (q, J=2.4Hz, 2H) 5.48 (s, 2H) 7.50-7.54 (m, 2H) 7.61-7.65 (in, 1H 
) 8.02-8.05 (m, 2H) 
MS m/e (ESI) 421 (MH+-CF3COOH) 
[0 6 4 5] 

3&fiftflH3 7 4. 7-(2-^7^-;v^-3-(^-^^>'V-l-J^^^'>^^ ^-^)^^^-l- 
* ^ ;y_8- ( ^£L2 v >-i-^ ;v) -3. 7- y n K o 2lZi >-2. (bi£±> LiJL2Jk±P 

Sit 
[<b4 9 4] 



OEt 





{HSE# 2003-3095844 



ftffi. 2002-280137 



^-v: 301/ 



lH-NMR(CDCl3) 

a: 1.23 (t, J=7.2Hz, 3H) 1.70 (d, J=7.2Hz, 3H) 1.84 (t, J=2.4Hz, 3H) 3. 
00-3.03 (m, 4H) 3.33-3.37 (m, 4H) 3.38 (s, 3H) 4.15-4.25 (m, 2H) 4.85 (q 
, J=2.4Hz, 2H) 5.43 (q, J=7.2Hz, 1H) 
MS m/e (ESI) 403 (MH+-CF3COOH) 
[0 6 4 6] 

mmma 7 5. 7-(2-r^~;M-3-(3-^~jM-i-^;i/-8-(e^v 

Mb 4 9 5] 



MS m/e (ESI) 357 (MH+-CF3COOH) 
[0 6 4 7] 

^jjjgLS 7 6. 7-(2--7^^;i^)-3-'>^n^^r'>;i/^^;v-i-^^;i/-8-(e^^ 
[lb 4 9 6] 



MS m/e (ESI) 399 (MH+-CF3COOH) 
[0 6 4 8] 

^MI3 7 7. 7-(2-7^^^)-3-(2-v^o^^-tr-;M -l-><^;l/-8-(H 0 ^7 





tBSE# 2003-3095844 



#M 2002-280137 



^-v: 302/ 



lit 4 9 7 ] 



MS m/e (ESI) 383 (MH+-CF3COOH) 
[0 6 4 9] 

mm.M3 7 8. 2-(7-(2-7>-;V)-l-^^^-2.6-v^^V-8-(e^^v>-l- 
^^)-1.2.6.7-r>9b Kn^') V-3->f ;V)-~7^ 12 7^7-/7 Kxf^xxf 

[4b4 9 8] 



MS m/e (ESI) 417 (MH+-CF3COOH) 
[0 6 5 0] 

m$M3 7 9. 7-(2-^-;M-3-(2-^ f Jryxf ;l/-8-(b^7^' 
;M-3.7-^H Kn^iJ >-2.6-^> b 12 2Jk±nllM^ 
[<fc4 9 9] 




6 





ffiliE# 2003-3095844 



#M 2002-280137 



^-v : 303/ 



MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 6 5 1] 

8 0. 7-(2-7'f-^)-3-(2-t^V-f f 7t Kn-7v>-3-^;i0-l- 
^;y-8-(^v^>-l-^;M-3.7-vfc: Kn7°') >-2.6-v^-> > 'J 7)U*u 

lit 5 0 0 ] 



lH-NMR(CDCl3) 

8 : 1.84 (t, J=2.4Hz, 3H) 2.59-2.68 (m, 1H) 2.69-2.91 (m, 1H) 3.01-3.03 
(m, 4H) 3.34-3.37 (m, 5H) 3.38 (s, 3H) 4.39-4.45 (m, 1H) 4.68 (dt, J =2. 8 
, 9.2Hz, 2H) 4.84 (br, 2H) 
MS m/e (ESI) 387 (MH+-CF3COOH) 
[0 6 5 2] 

8 1 . 7-(2-7*^~;v)-3-Q-7^^;v)-i-^^^-8-(b:^v v>-i- 
lit 5 0 1 ] 



tz 0 





£BliE# 2003-3095844 



#H 2002-280137 



^-v : 304/ 



MS m/e (ESI) 407 (MH+-CF3COOH) 
10 6 5 3] 

mffiM3 8 2. 7-(2--/f^^-3-(2.3-^ti Ko^y'/nb:;l/)-l-^f 
^7yv-M ;v)-3. 7-v g Ka^) >-2. §=ij± y h22 7fr*uW&m 
MYi 5 0 2] 



OH 

l-7'n^7 0 n/N°>-2,3-v^-;V*fflv>T^ifeflJ3 3 9 tmM^WML, 

MS m/e (ESI) 377 (MH+^CF 3 C00H) 
[0 6 5 4] 

«E#II3 8 3. 7-(2--7^^;l/)-3-(2-^h^vJ.-f-jV)-l-^^;W8-(b°^^v 
^-1-^ ;y)_ 3 . 7-^ Kn^'l ^-2. > Lil_2 jk± ni^Btm 
LiL5 0 3] 



lH-NMR(CDCl3) 

a: 1.16 (t, J=7.2Hz, 3H) 1.83 (t, J=2.4Hz, 3H) 3.01-3.06 (m, 4H) 3.33-3 
.46 (m, 4H) 3.39 (s, 3H) 3.58 (q, J=7.2Hz, 2H) 3.77 (t, J=6.0Hz, 2H) 4.2 
6 (t, J=6.0Hz, 2H) 4.85 (q, J=2.4Hz, 2H) 
MS m/e (ESI) 375 (MH+-CF3COOH) 
[0 6 5 5] 

mm\3 8 4. 7-(2--7^^;v)-3-(2-^^;i/-7°a^-;i/)-i-^^-;v-8-(e^^ 




V^OH 




mtE# 2003-3095844 



#H 2002-280137 



: 305/ 



[It! 5 0 41 



MS m/e (ESI) 357 (MH+-CF3COOH) 
[0 6 5 6] 



MS m/e (ESI) 387 (MH+-CF3COOH) 
[0 6 5 7] 

;i/)-1.2.6.7--t- l> ^t: Kn-/') >-3-W jvl-2-7*-r>l£.x^;i^X7";u hji 

L tfc 5 0 6 ] 




mmms 8 5. 7-(2--7^^;v)-v(2-^^;v-7^;v)-3 -^^;v-8-(bi^^ v>- 
L it: 5 0 5] 





C0 2 Et 



ffi!E# 2003-3095844 



# m 2002-280137 



s*- c Jl 306/ 



MS m/e (ESI) 415(MH+-CF 3 C00H) 
[0 6 5 8] 

mmm 3 8 7. 7-(2--7*^-;M-3->f V^a e^-l-pt -f-;W-8-(lf ^7 *J>-1- 
[lb 5 0 71 



2-3- K^n^^*fflv*r^Jfe«3 3 9 ^iML, «SB'ffc£-%r«:#;fco 
MS m/e (ESI) 345 (MH+-CF3COOH) 
[0 6 5 9] 

mmm 3 8 8. 7-(2--7'^-;i/)-3-(3-^ ^-;v-2-7'^^;v)-i-^ ^-;v-8-(e^ 
■7 2 >-W jk) -3. 7- 2 K g 2! li >-2. 6-y ±> LLLZiki: pffeiftg 



l-7*n ^-3-^f;V-2-7'f > ^ffi v^IIM 3 3 9 tPHC*IU $RIB4fc£- 

MS m/e (ESI) 371 (MH+-CF3COOH) 
[0 6 6 0] 

^jfegiL3 8 9. 7-(-7*h-2-^-;V)-3-r2-(2-^ F^ry7x^JV)-2-t^Vxf 

jk±pHM^ 





ffiSE# 2003-3095844 



mm 2002-280137 



^- 9 J : 307/ 



[it 5 0 9 ] 




MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 6 6 11 

I» 9 0. 3- (3-^ > v ;^^v7p fcf ;w) -7- ( 2: b -2-^ ~ )_k} -1- 2! ± fr- 

8-(lf^vv>-l-^;V)-3.7-v^ Kp7'J >-2.6-v^> h V 7 * u&m& 

lit 5 1 0] 




MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 6 6 2] 

tMI3 9 1. 7-(7*h-2-4 -^-3-(3.3-y7fJV-2-i^V7f;V)-]-^f 



ttilE# 2003-3095844 



#11 2002-280137 



^-v: 308/ 



[it 5 1 1] 



o 



o 




MS m/e (ESI) 401 (MH+-CF 3 C00H) 
r 0 6 6 3 1 

mitiM 3 9 2. 2- [7- ( XI -2- 4 ~ jkJ -1 - -* ± ^-2. -8- ( g^g 5 2 > 
-i->f^-l.2.fi.7-f h?n Kn-7°'j >-3-^;v^;i/l^>v"~ b LUk fc 12 2 

Hfc5 1 2] 



MS m/e (ESI) 418 (MH+-CF3COOH) 
10 6 6 4] 

^3 9 3 . r7-(^h-2-^^;P)-l-^^-;W2.6-^^^rV-8-( b 0 ^vy>-l 

—4 )V)-i. 2. 6. 7--T - f ^ h kd^'J >-3--f;i/lBfeitm=-7^;^^^;v LLL2 




thliE# 2003-30. 9 5844 



mm 2002-280137 



^-vl 309/ 



5 13] 




1 A ">-N 



V 



O 



/n^ii£rf;mf;^«^t, mmm 3 9 twimimmi^s mat 

MS ra/e (ESI) 417(MH+-CF3C00H) 
[0 6 6 5] 

mWM 3 9 4. 7-(7*h-2-^;lQ-3-r2-(3-^ fc * j, 7 j. ~;i/)-2-* 3c V^± 

^■1-^ f ^-8-(^9 y >-l->f ^)-3.7-y n kpt^ >--2.6-v^-> MJ 7 

[ft 5 1 4] 

7 T ">-N NH 

2-7*u^-3'-^ h JrvT-b h7x;>»r, mMM 3 3 9 fc|s|i(:MU 

MS m/e (ESI) 451 (MH+-CF3COOH) 
TO 6 6 61 

mmmz 9 s. 7-(rb-2-^jv)-3-(2-^nnxf;v)- i-^;i/-8-(e^^ 

V y-\-4 )V) -3. KP7*U >-2.6-^^-> V 7Jk±Pl^^ 



ttiiE# 2003-3095844 



mm 2002-280137 



^-v: 310/ 



[it 5 1 5] 




MS m/e (ESI) 365 (MH+-CF3COOH) 
TO 6 6 71 

gjfcBl 3 9 6. f7- ( 2Lh -2- W ~ 2k) -1- * ± ^-2. 6- 2 * jfc V -8- ( tf ^ v v > -1 
-^;v)-1.2.6.7-^ HHKn^') >-.W ;l/1I^Mj.^;V.x^-r;v h 12 2Jk± 

Mb 5 1 6 ] 



T I />-N NH 



MS m/e (ESI) 389 (MH+-CF3COOH) 
[0 6 6 8] 

mMM3 9 7. 7-(:/h-2->f-^)-3-(3-fc Kn j£ y-2. f-^^n fcW- 
l-^^-;V-8-(li^^ y"/-l-^V)-3.7-->^ KD7°') >-2.6-V^-> h ]} V 




tbiE# 2003-3095844 



#M 2002-280137 



^-v: 311/ 



[ft 5 1 7] 




3-^n^e-2,2-v^^^-l- > /n/^y-;v$rfflv^T, HjfcflU 3 9 tmU^^ML 

MS m/e (ESI) 389 (MH+-CF3COOH) 
[Q 6 6 91 

3g»ll3 9 8. 7-(yh-2-^-;M-l-^^;V-8-(t:^7V>-l--f ;V)-3-f2-( 
H°pn-i-^;i/)j^;i/l-3.7-^fc: Kn^') >-2.6-v^-^ h U 7;vtnifeiJ§. 
[ft 5 1 8] 



MS m/e (ESI) 396 (MH+-CF3COOH) 
TO 6 7 01 

«E#H3 9 9. r7-(^h-2-^^;V)-l-^^;l/-2.6-^^^V-8-(e^^^>-l 




tB!E# 2003-3095844 



#H 2002-280137 



312/ 



[ft 5 1 9] 




/>-N NH 




V 



7DtS^>y>x^r)^ffl^t > H»J3 3 9 2: IWtftU^S U ^fBft-8- 

MS m/e (ESI) 451 (MH+-CF3COOH) 
[0 6 7 1] 

ggJifefflU 0 0. 7-(ri>-2-^^^-3-(2.6-v^Pne') y->4-^;y^f-;i/)- 
[it 5 2 0 ] 



4-(rn^f-;v)-2,6-:/?nn tf V v>&ffiv>T, 3 3 9 £ IWpjf H#I<3S 

MS ni/e (ESI) 463 (MH+-CF3COOH) 
[0 6 7 2] 

mm®\4 0 i . 7-(7*h-2-^^;i/)-i-^;v-3-(2-:fr^y £°piJ y^-3-^;v)-8 

-(fcf^ v>-l-^ ;V)-3.7-^fc Kn-/'J >-2.6--^> > jfeifeJa 




ffiliE# 2003-3095844 



#H 2002-280137 



313/ 



LtL5 2 il 



o ^ 

O N N — 



Vo HCI 

N 
H 



lH-NMR(d6-DMS0) 

$:1.80 (t, J=2Hz, 3H) 2.32-2.48 (m, 2H) 3.17 (s, 3H) 3.20-3.55 (m, 10H) 
4.96 (q, J=2Hz, 2H) 5.14 (t, J=10Hz) 7.94 (br.s, 1H) 9.04 (br.s, 2H) 
[0 6 7 3] 

mum 4 0 2. 7-(-7-S-2-^-;v)-l-^^;V-3-(l-^-f-;V-2-^^-VbiniJ y>- 
3-^ ;y) -8- ( tf^ g ^ 2k) -3- 7-S? H K0 7" 1 ) >-2. 6-^* > 

Mb 5 2 2 ] 



fVo HCI 
L NMe 

3-7 > ot-l-^f;W2-*^V en V i/*>£ffiv^THi&#!l3 3 9 t [hJ$H~^J& L£ 



lH-NMR(d6-DMS0) 

5:1.81 (t, J=2Hz, 3H) 2.28-2.36 (m, 2H) 2.77 (s, 3H) 3.16 (s, 3H) 3.20- 
3.54 (m, 10H) 4.96 (br.s, 2H) 5.21 (t, J=9Hz, 1H) 9.04 (br.s, 2H) 
[0 6 7 4] 

mm%\\A o 3. 7-(2--7^^^)-3--7^^;v-i-^^;v-8-(e^^v>-i-^;v) 
-3. 7- V \l K n -7" i) >-2. * > LlLZik t PUM^ 




miE# 2003-3095844 



mm 2002-280137 ^-v: 314/ 



[ IE 5 2 31 




4_[7_(2_'7'^-^;i.)-i-^^;v-2,6-v^^rV-2,3 > 6,7-T- h 9 t: Kn-lH-? 0 '; > 
-8- -f kf ^ 7 V y -l- * ^ > WM = "7'f- ;v ^ r- ;H2mg, 7x-jwfo > @&i 
Orag. (ID 10mg. tf i; v >0. 02ml £N, N-^ ^f;v*;^7< KO. 2ml 

7h/77^ -i:t«SL, ^ffi^tJ2.16mg$r#/z 0 
MS m/e (ESI) 379 (MH+-CF3COOH) 
[0 6 7 5] 

mm\4 0 4. 7-(2-^f-;M-3-(2-^f-;V7x-JV)-l-^f;V-8-(^7^ 

; y) -3, 7- U £ K p 2! 1 2 > -2. 6- v ±> L-H^Jkiig M 
5 2 4 ] 




1.74mg^#7to 

MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 6 7 6] 

mmm 4 o 5 , 7- (2- ^ - -3- (3- ^ ± ^7 ^ ~ ^) -1- ^ ± ;v-8- ( ^ 2 2 

>-l-^;y)-3.7--yil KP7*') V-2.6-^^-> h 12 7^tnfti^ 



mtE# 2003-3095844 



45NH 2002-280137 



<^-v : 315/ 



KK5 2 51 



0 ^ X 
1 T *-N NH F 

6. 




3-^ f;V7x^;hfn 4 0 3 £|BM$K#i3U SlBft^ 

3.11mg£#£o 

MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 6 7 7] 

^MI4 0 6. 7-(2--y^^)^)-3-U-^^^y^^)V)-l-^^^-S-(^^v^ 
>-l->f ;i/)-3.7-v»fc KD-/'J > h U ZikJlgllM^ 

HK5 2 6] 



5.96mg£#fc 0 

MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 6 7 8] 

mmm* 0 7. 7-(2-7^^;V)-3-(2.3-v^^;V7^^;l^)-l-^^;V-8-(e^ 
[IE 5 2 71 



2,3-vV^;V7i^;V^n>m^fflv^T^»!l4 0 3 tl^ittll^ ^IB<b 





£B!iE# 2003-3095844 



#11 2002-280137 



^-v: 316/ 



MS m/e (ESI) 407 (MH+-CF3COOH) 
[0 6 7 9] 

mm.M4 0 8. 7-(2--7^^^)-3-(2.5-v^^;V7^~;V)-l-^5 L ;V-8-(e^ 
Uh 5 2 8 ] 




2,5-v;<^;w^~^n>m£Ji^T^»!)4 0 3 tmU^^ML, mttk 

^1.21mg^#^o 
MS m/e (ESI) 407 (MH+-CF3COOH) 
[0 6 8 0] 

mmM4 0 9. 7-(2-^^;M-3-(3.4-y^^;v-7^-;v)-i-^^;v-8-(tf^ 

7y>-M^-,17-yl^ Kn-7°^J >-2.6-S>^> 1- ]} 7 )V*um.WM. 

r- fh 5 2 9] 




[0 6 8 1] 

3 f 4-v^f-;V7^-;v^n>^^ffiv^-C^»0 4 0 3 t |WMf «3U JUfBtt 
^5.88mg£#fc<> 
MS m/e (ESI) 407 (MH+-CF3COOH) 

[0 6 8 2] 

^JifeffiU 1 0. 7-(2-^-^)-3-(3.5->>'^-f-;v-7 ji^;v)-i-^^-;u-8-(bf^ 



&1E# 2003-3095844 



#H 2002-280137 



^-v*. 317/ 



lit 5 3 01 




NH F 



3,5-y7 f ;V7 x^;v,fo >^^fflv^t»J 4 0 3 Hfllfcjra U mzit 
#©8.09mgfc#fco 
MS m/e (ESI) 407 (MH+-CF3COOH) 

[0 6 8 3] 

m-1faM4 1 1. 7-(2-r^-;v)-3-(2-r-b^-;v7^-;v)-i-^^-;v-8-(ti^-7 
;v)-.u-yt: Kn^'j >-2.6-v^-> h 12 Zik±nHM^ 
L1I15 3 11 



2-T-fc?-;V7^;V*Ku>^&fflv>Tldfc#!l4 0 3 timiK&SU 4Iffi^ 
tK).52mg£#fc 0 
MS m/e (ESI) 421 (MH+-CF3COOH) 
[0 6 8 4] 

•$m®\\<i 1 2. 7-(2--7^^;v)-3-(3-r-fe^-;v7^^;u)-i-^-f-;v-8-(e^7 

Uh 5 3 2] 





tatE# 2003-3095844 



#M 2002-280137 



^-v: 318/ 



#73.70 mgfc#fco 
MS m/e (ESI) 421 (MH+-CF3COOH) 
[0 6 8 5] 

mm\4 13. 7-(2--7^-;v)-3-(4-T-tr^-;i/-7^^;M-i-^^;v-8-(e^^ 
MY, 5 3 3] 




MS m/e (ESI) 421 (MH+-CF3COOH) 
[0 6 8 6] 

^m.M4 1 4. 7-(2-7^-^;M-3-(3-T- 'J 7Ma^f;V7 
-8-(^7y>-l-^JV)-3.7-yt: Kn7°'J >-2.6-v^> h U 7 ;v p ffcEf 
[ft 5 3 4] 




3-h y ■7;i'^n^^;V7i-;v^n>^^ffiv>-cHlfe^J4 0 3 i: WlWtKWML 

MS m/e (ESI) 447 (MH+-CF3COOH) 
[0 6 8 7] 

^WM4 1 5. i-(2-~7*^-~)V)-2-(4- h 'J 7;i/in * f jV7x-;i/)-i-^ ^f-jv 
-8-(^7V>-l-^V)-3.7-yH KP^J >-2.6-S^^ b 'J Zik±PHM^ 



mtiE# 2003-3095844 



mm 2002-280137 



^-v : 319/ 



[it 5 3 5 ] 




> «SB^1*6.79ing*#feo 
MS m/e (ESI) 447 (MH+-CF3COOH) 
[0 6 8 8] 

mMMA 1 6. 7-(2-7 , ?--fr)-2-(3.5-VXh')7)V*U**Jl'7*-)l')-l- 
L0l5 3 6] 



MS m/e (ESI) 515 (MH+-CF3COOH) 
[0 6 8 9] 

^M14 1 7- 7-(2--7^-;V)-3-(2-J.h^'>-7^^^)-l-^^;V-8-(tf^v 




fcBfiE# 2003-3095844 



#HI 2002-280137 



320/ 



lit 5 3 71 



12 mg£#fc 0 
MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 6 9 0] 

mMM4 1 8. 7-(2-T^^;V)-3-(3-J. h^v? -1-^^-8- ( bl^v 

[1L5 3 81 



3-^h*v7^-;i^n>m&ffl^T|lifcM4 0 3 £ Iwplt^gU ^IMfc-g- 
%3.83 mg^#fCo 
MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 6 9 1] 

mmm4 l 9. 7-(2-7?--)V)-2-('<>^/n.2'}V±*V-)l<-?>- 4 ^-l-ff- 
Uh 5 3 9] 





tBSE# 2003-3095844 



mm. 2002-280137 



^-v! 321/ 



MS m/e (ESI) 423 (MH+-CF3COOH) 
[0 6 9 2] 

mmm4 2 0. 7-(2-7*^-~;v)-3-(3-t- ') ^JV^n ^ hJLk7^^M^2L± 
H K5 4 01 




3_h ij7^n^ f ^ y 7 x-;v^n y^^ffl v^t»J 4 0 3 t\s\W.K^M 

MS m/e (ESI) 463 (MH+-CF3COOH) 
[0 6 9 3] 

ggftfeff!U2 1. 7-(2--7*j^;V)-3-(4- h ]} -7)V*U* h±±y_^= 1 M^i=iA± 



UY,5 4 1] 




U Jlffi-ft^t^. 58 mg£#/c 0 
MS m/e (ESI) 463 (MH+-CF3COOH) 



mm 2003-3095844 



&m 2002-280137 



^-v ! 322/ 



[0 6 9 4] 

MMMA 2 2. 7-(2--/^^;v)-3-(3-tf7j:^^-i-^^-;i/-8-(fcf^^s;v-i 
->f ;M-3.7-^n Knyj >-2.6-i^> V 12 7;^nifl 
HK5 4 21 



3-e7x^;V*'n>^^v>t»J4 0 3 £mm~®ML, HiMI^%3.74 

MS m/e (ESI) 455 (MH+-CF3COOH) 
[0 6 9 5] 

4 2 3. 7- (2--7^ ~ )V) -3- (4- ^7x- -1- * ^- ;i/-8- ( g v >-l 

- ;v) -3. 7- v \l K n -7° 'J y-2. 6- v ±> h 2 2k ± p HM^ 
HK5 4 3] 



MS m/e (ESI) 455 (MH+-CF3COOH) 
[0 6 9 6] 

glMfflU 2 4. 7-(2-^^;V)-3-(3-^iJ^)-l-^^;^-8-(^7V>-l-^ 





tBl£# 2003-3095844 



^m. 2002-280137 



^- S J : 323/ 



Lib 5 4 41 




MS m/e (ESI) 369 (MH+-CF3COOH) 
[0 6 9 7] 

mitiiM4 2 5, 7-(2-^-;^-3-(3-^^^;V)-l-^^-^-8-(^^^v>-l- 
H h5 4 51 



3-f x^;wf n >f $:fflv^tife^l 4 0 3 |WI«l;:#yg U ^IIB^tJ8.39 m 

MS m/e (ESI) 385 (MH+-CF3COOH) 
[0 6 9 8] 

^MM4 2 6. 7-(2-^^;V)-3-^f^-l-(4-^fjV7x-;l/)-S-(t:V7v 
;v)-3. Kn v 0l J >-2. > LJL2 ik± RUM^ 
LIE 5 4 61 



4_[7_(2-7?--;V)-3-^;V-2,6-^**V-2,3,6,7-x h 7 Kn-iH-:f D > 
-8--T ;v] kf ^ 7 v > -1- # ;v > Bl#= ;v.x * -r ;K 4-^ f^7x-;^fo 

vm^ffi\/^-C^WJ4 0 3 fcRWfcfcgfcSU HSttfc£^2. 00 mg=H#7^ 0 





taiE# 2003-3095844 



#H 2002-280137 



^-v: 324/ 



MS m/e (ESI) 393 (MH+-CF3COOH) 
[0 6 9 9] 

MMMA 2 7. r7-(3-^^;U--7^-2-^^-;V)-2.6-> ? ^-4-V-l-(2-^-^rV-2-'7 
^~;Vj^;M-8-(e^vV>-l-^ ;P)-l.2.6.7--r- V vfc Kg? 0 ') >-3-^;l/lBfe 

a)2,2-v^ fJV^n k?^- >M8-^ n n-3-(2,2-W f^^n * 1/ * 

^;v)-2,6-v^-^rV-2,3,6,7-T- h KD7*'J >f ;v] p« -f ;v 

[ft 5 4 7) 



2, 2- v ^ f - )V -f u tf * > R [3- (2, 2- V * f - ;u 7' n k? * - ;V * * v * ^ )V) -2, 6- V 
**V-2,3,6,7-7- F7k Kn^'J >-l-^;W]^^-;i/jn.^T-;V2.31gSrN,N-v^^- 
;v*;v A T * Kl8ml KMML, 2k?frTT?N-* nn^^-»^ K973mg£jDx., 

m^fr (1 : 1) mm^m x o niMb^ta. 6i g £#7c 0 

iH-NMRCCDCls) 

*: 1.19 (s, 9H) 1.20 (s, 9H) 6.04 (s, 2H) 6.05 (s, 2H) 
[0 7 0 0] 

b) 2, 2- S> ^ ?- ;V n kf 3- > & [8- * n n -3- (2, 2- V ;* /u -f n kf — ;v * * -> 
f ^)-7-(3-^ f f -2-x~^)-2, 6-y t ^ 7-2, 3, 6, 7-f f 7 t Fn/'J >- 




£BfiE#2 003-3095844 



&m 2002-280137 



325/ 



[ft5 4 8] 




2,2-i^ fjv^n t°t>f[8-^ n n-3-(2, 2-v> ^;V7°n fcf :t-;i"** ^<'^f : - 
;l0-2,6-> ? ;^3r V-2,3,6,7-t h 7t Kn^'J >-l--Y ;V] ^ f^^f ;V600mgi3 
<£ TO:^* U A 630mg£N, N- v ^fi^MT^ FlOmHCSl^^^ 
2-^ f;V-2-yf >183ul fc^^n*.^ Rj£?I^£mST-24B#r B m# 

U ^**>-f|sll^-/l/(3:l)»ffi$MlIJ: «fMt^470mg£#/t o 
lH-NMR(CDCl3) 

£: 1.18 (s, 9H) 1.19 (s, 9H) 1.58 (s, 6H) 4.95 (d, J=7.2Hz, 2H) 5.32 (t 
, J=7.0Hz, 1H) 6.03 (s, 2H) 6.04 (s, 2H) 
[0 7 0 1] 

c ) 4- [l , 3- fcf;* (2, 2- v ^ )V yn e * =- )V * * v * f - ;v) -7- (3-^ f;vyf -2- 

i-;i/)-2,6-v^^ry-2,3,6,7--r h 7 fc: Ko-lH-"/^ >-8--f ;V] >-l- 

* ;v # > = 7 7s t- )v 

lit 5 4 9 ] 




2, 2- ^ ;l- 7 s n e it y Wl [8- ^ n n -3- (2 , 2- v ^ ^ ;v ~f n tf * ^ ;v ^- ^ ^ ^ 
;V)-7_(3_^^;V7*h_2-o.c:;U)-2,6-v^^rV-2,3,6,7-x b7b Fn^U >-l- 



tfcllE# 2003-3095844 



mm. 2002-280137 



^-v: 326/ 



8mg*N-^^;vtfn'; K>4mHC}§ft?£^ N vT^fcfv-^ n [5.4.0] ^ yT*. >160 
ulSrinx., 150°C-e6.5B#F«^t/io &«l^£-fe 9 -f h 2>3&^ ?nn*;v 

>-ftK^"^^(2:l)^ai^® i «3Sia<b^277mg*#7to 
1H-NMR(CDC1 3 ) 

1.18 (s, 9H) 1.19 (s, 9H) 1.48 (s, 9H) 1.75 (s, 6H) 3.19 (t. J=5.0Hz 
, 4H) 3.56 (t, J=5.0Hz, 1H) 4.72 (d, J=6.4Hz, 2H) 5.38-5.44 (m, 1H) 6.03 
(s, 2H) 6.04 (s, 2H) 
[0 7 0 2] 

d) 4-[l-(2, 2-v^ f-fl/^n t't-^t^y^ t^)-7-(3-^ f^7* h-2-^~;v) 
-2, 6-^*4r V-2, 3, 6, 7-f f5t Kn-lH-7" 1 ; >-8--f ;V] kf^9 v >-l-# 

Kb 5 5 o ] 



4-[l,3-fcr* (2, 2->^ ^-)Vy"u 9 s * ^^)-7-(3-^ f;^f-2-x^ 

;V) -2, 6- v** V-2, 3, 6, 7-7- b 7t Kn-IH-^U ^^^^^^-l-*^ 
^yWM'E.y^^^-^'r^llrm^y- h 9 ^ Kn7 5 ^3ml^ * / -;P6ml 

*Sft Lfco LT^fB-fk^%214mg^#/c 0 
iH-NMRCCDCls) 

a : 1.19 (s, 9H) 1.48 (s, 9H) 1.75 (s, 6H) 3.15-3.21 (m, 4H) 3.53-3.59 ( 
m, 4H) 4.67-4.73 (m, 2H) 5.37-5.42 (m, 1H) 6.00 (s, 2H) 
[0 7 0 3] 

e) 4-[l-(2,2-> ? ^-f-;V7'n M jr — fr**^ * ^;W-3-^ h ^-i/ij )V#=. *f- 




miE# 2003-3095844 



#® 2002-280137 



^- v : 327/ 



-8- -f ;v] fc?^ 7 v >-l-# ;v # y f - ;vx^r;v 

Hfc5 5 1] 



4- [l- (2, 2-^^f^net-w*'>^f ^) -7- (3-^ -2-^- ;v) -2, 

6_v^-JrV_2,3,6,7-x Kn-iH-T^J >^^]^7y>-l-*;V**>S 

IH^f^x^T ;V43mg£ <£ tFRBfc * V A 13mg£N, N- v ^ ^ ;V * ;V A T ^ F lm 

ikshss*, yn*H*t^9.6ui*2niiLfco Rj£*-fr**MaT?i3WFma# 

1.19 (s, 9H) 1.23-1.51 (m, 3H) 1.48 (s, 9H) 1.74 (s, 6H) 3.14-3.20 ( 
m, 4H) 3.52-3.58 (m, 4H) 4.17-4.27 (m. 2H) 4.68-4.72 (m, 2H) 4.75 (s, 2H 
) 5.37-5.42 (m, 1H) 6.03 (s, 2H) 
[0 7 0 4] 

f ) 4- [3-x. > v * /U >J?— ;V * ^ ^-7- (3- ^ ^ ;V r h -2-^ — ;V) -2, 6-^ **V- 
2,3,6,7-T" Ko-IH-^ 1 ; >-8-^f ^] If ^5 y ^^>Ki=^f ^ 

[ft 5 5 2 ] 



4- [1- (2, 2- v * <f- )V 7"n kf * - ;v * 4r is * )V) -3-^ y frtf—li' ff- )V-7 
-(3-^ f ^7" f-2-i^^)-2, 6-y t ^ V-2, 3, 6, 7-f > 7 t Kn-IH-^V >-8- 





ffiiEiff 2003-3095844 



mm. 2002-280137 



^-v 5 ! 328/ 



I*m^*7At\ LTTK-T-fe h- b i;;v-Mj ^v^nf^^ 

£fflv^HPLCK-C*f$JU ^IE^t/^!#^ 0 
MS m/e (ESI) 491(MH+-CF 3 C00H) 
[0 7 0 5] 

g ) [7_(3_^f;uyf _2-i — ;v ) -2 , 6- v ^ * V - 1- (2- * V -2- 7 x. — ;u ^ ;v ) 
-8-(^7y>-l-^v)-l,2,6,7-f Kn^'J >-3-^f 

[it 5 5 3] 




4- [3-^ b ^ v 7J ;i/ j}?- ;V ^ ^ ;V-7- (3-^ - ;v) -2, 6- * * V -2, 3 

b ? t: Kn-lH-"7°U tf^9 v >-l-#;W1?>^|jlH-7*f-;v« 

r ;H0ragi3 i V * A4mg£N, N-y7 ;v A 7 5 K £ 2-"7 

I, nbtitz4-[3-j^ h^rv7j;^^^;i/y^;i^-7-(3-y^;vr b-2-x~;v)-2,6- 

v>^V-l-(2-^^rV-2--7^^^^^;v)-2,3,6,7-T- b 7t: Kn-lH-yj >-8- 
-f;v]e^^ v>-i-77;i/^>^HHr^;v^^-r;i/coi/4^S*^ b 'j 

nmsmnr^u Mza^T3o^f B m^L/io Kmu^^^mm^^k, n 

£M^7tHPLC^T*j!$iU 4iiMt^0.23mg£?#£o 
MS m/e (ESI) 509 (MH+-CF3COOH) 



ttiliE^ 2003-3095844 



#H 2002-280137 



^-v : 329/ 



[0 7 0 6] 

SifeMi 2 8. 2-r7-(3-^^ ;i/-rv-2-x-;ix)-2.6-y^-irV-i-(2-^-^v-2- 
■7^-;v^^;v)-8-(n°^^^>-i--f ;M-1.2.6.7-t- h kp-7°'J >-3-^;H 

[ft 5 5 4] 



2-ynt7-b^5 Kt2-ro^T-t h7z/>^T, HJfcflU 2 7 fcPJliK 

&su stated 

MS m/e (ESI) 480 (MH+-CF3COOH) 
[0 7 0 7] 

mUdMA 2 9. 2-r7-(3-^^;V'7"h-2-^^^)-2.6-'>^^PV-l-(2- , 7ai-;V 

xf ^)-8-( ^ 7 y >-i->f 2. 6. 7-f hiL£ HpjzHJ >-.W;H7-b? s 
{it 5 5 5 ] 



2-7'n^7-t^? Kfc (2-yn^Ji^-;v)^>^f >£ffl^T, H»J 4 2 7 £: 1^ 

MS m/e (ESI) 466 (MH+-CF3COOH) 
[0 7 0 8] 

mMMA 3 0- 7-(Z-*^-)V~7* Y -2-x.—)V)-\-(2--* *V -2-7 jl — ;l/xf;V)- 
8-(b°^7y>-l-^^)-3-(r h 7fc Kp 7 7 >-2-^f ;V ^ f-;V)-3. 7-y t: KD7° 




O 




tHBEIS 2003-3095844 



mM. 2002-280137 ^- ~J I 330/ 

[ft 5 5 6 ] 




2 7 hiWj^KMIU ^fBft^£#fco 
MS m/e (ESI) 507 (MH+-CF3COOH) 
[Q7Q91 

mMM4 3 1. 7-(3-^^;V7'h-2-Ji^;V)-l-(2-7^^;PJ.^^)-8-(e^^ 
y>_l-^;i^-3-(-f- fr^fc Kn-7^>-2-^;v^f-;^)-3.7-v^ Kn7') >-2.6- 

[ft 5 5 7 ] 




^ o 

■r Y 7 1: Ko7;V7'J ^7*n 5 (2--7'n^ejc-f-;v)^>^f^*fflv^r N Ms^fl 
4 2 7 t^II^IL, $HBft^£#fco 
MS m/e (ESI) 493 (MH+-CF3COOH) 
[ 0 7 1 0 1 

^Mi.#U4 3 2. l-^^-;V-7-(3-^^;W7^-2-J.-;v)-8-(e^^ 

-3-f-f- KP7 7>-2-^JV)if-^-.17-yt: Kn7°') >-2.6-v^-> h ]j 



thliE# 2003-3095844 



2002-280137 



^-v: 331/ 



lit 5 5 8 ] 



o f- 
JTVn^nh 

o 



OH 



MS m/e (ESI) 403 (MH+-CF3COOH) 
TO 7 1 1 1 

^»!14 3 3. 3-(3.3-v^^;i/-2-^^V-7^;M-7 -(3-^^;V7 > >-2-J-^;V 
).l.(2-t V-2-7 x-JUf )V)-8-(lf ^7 y >-l-^ )^)-3. Kn^') > 
-2. 6- v ir > 7 ;v oBEgifc 
[ft 5 5 9 ] 



4 2 7 tmm^timi^ mmt&wzntzo 

MS m/e (ESI) 521(MH+-CF 3 C00H) 
TO 7 1 21 

) -1- (2- -7 j. - ;v ;v) -8- ( e ^ v y >: -1- 4 2k) -3. Z=v £ K p -7 0 'J >-2. 6- v * 




ffifE# 2003-3095844 



#S 2002-280137 



^-v! 332/ 



lit 5 6 0 ] 




\ / — \ 



l--7*n^e-3,3-v^^;V-2--7^ y > t (2-7*n^j^;v)^>-t?>£/Ev*-r, ^dfe 

MS m/e (ESI) 507 (MH+-CF3COOH) 
[0 7 131 

mMMA 3 5. r7-(^h-2-^^;M-3-^ f fry* 7-^-2. 

v-s-df^y^-i-W ;M -2. 3. 6. 7-t- f7^Kn-/'J ji/l-ifeEg^^J- 
a) 4-[7-(7 h-2--f ^;V)-l,3-tfX-(2,2--7^->V7°n \£*~fr** 9 s 
-2,6-y*fr V-2,3,6,7-7- h v Kn-1H--7°'J >-8-^T If ^9 -Jy-l-io 

Iffc 5 6 1 ] 



2, 2- v ^ ;i/ ~? o if * >i£i- (2, 2- y p< ^ ?v 7°u if * - ;v ^ fr -> ^ f - ;v) -2, 6- v 
t+y-i,2,6,7-f f7t Kn-iH-7"^ >-3-^;w^ ^;v^*-r;v&ffiv>T^i&#!l 

1 3 l-aUlW^SU fcWfco 
iH-NMRCCDCls) 

a: 1.18 (s, 18H) 1.49 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.35-3.37 (m, 4H) 3 
.57-3.59 (m, 4H) 4.85 (q, J=2.4Hz, 2H) 6.02 (s, 2H) 6.03 (s, 2H) 
[0 7 14] 




o 



ffctE# 2003-3095844 



#M 2002-280137 



^-y : 333/ 



b) 4-[7-(r>-2->f - ^-2,6-^*^7-2,3,6,7-7 f 9 t Kn-lH-yj >-8- 
-f ;v] t: 0 ^ 7 5? v -l- # > MUH ;vx^f ;v 
Mb 5 6 2 ] 



[0 7 15] 

4-[7-(^ h-2-^^;V)-l,3-e^-(2,2-> ? ^^-^7 p nii 0 *^;v*^->^^;v)_2,6 
-v^^V-2,3,6,7-7- b 7t KU-1H--7' 1 ; >-8-f ;V] v >-l-7J ;Wi?>Bfc 

H=yf-;V^^-r>H.9g*T- h9KKD7? >20mli3 «£ 9 S -^lOmlOjfi-fr 
iIt:i»L> >fcStfb^hV*A0.31g£2ni;U £fiT?lH#ffl*#Lfco RJ&Sfc* 
2MSmKTffnU ^if;K:titHL^ ^«yg*s*u #ffi4b^%l. 
2g£#fc 0 
lH-NMR(CDCl3) 

5: 1.49 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.37-3.40 (m, 4H) 3.58-3.60 (m, 4 
H) 4.85 (q, J=2.4Hz, 2H) 8.00 (s, 1H) 9.33 (s, 1H) 
[0 7 16] 

c) [7- (7 h-2->f ~;i/)-3-^ h*v#;wi^;V^;V-2,6-^*V-8-(t:°^ 
7 vV-l-'f ;u)-2,3,6,7-r- h7t Kn7*'J ^-l-'f /U]-HflM f^x^fiV h 

Mb 5 6 3 ] 



4-[7-(7* f - -2, 6-y ^ + V-2, 3, 6, 7-f h 9 Kn-lH-7 9 '; flS] 
^>-l-7>;V^vm^=7^;V^^T-;V20mg*3 «fc 0*^16 # U ^ A21mg£N,N 





ttilE# 2003-3095844 



#11 2002-280137 



^-v: 334/ 



MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 7 17] 

gjfcMi 3 6. 7-(-7^-2--f-;i/)-1.3-tf^-(2-xh^rvJi^;U)-8-(b:°^^ 
v->-l-^;v)-3,7-v'b: Kn7y >-2.6-v*> b U Zik±aHM^ 
[4b 5 6 4 1 



MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 7 18] 

^MMi 3 7. r7-(-7^-2-^-;v)-2.6-v^-^v-8-(e^^ v^-l--f;ix)-1.2 
.6.7-7- Knyj >-3-^jv1-ii^f;vxxf;v h li 7Jk±PHM^ 
a) 4-[7-(7'b-2-'f-^)-3-^ h v# frtf—fr* 7^-2, y-2, 3, 6, 7 
-rf7t Kn-iH-7 91 ; y-8—f;v]fcf^ ^>-i-*;^*>tiH7"f;vx^fJV 
tffc 5 6 5 ] 



e^7V>-l-* y H 7 t- ^ T- ;V 50mg j3 £ U^^tf V 7 A20mg£N,N 
-yVfJV*M7 5 K1.5mlK8M*U *^T^n*ft»^ -f-;H4^ lSrinit^: 




2- 



7^*1^^114 3 5-c)^i:iiu mm 




ffilE# 2003-3095844 



mU 2002-280137 



^-v: 335/ 



lH-NMR(CDCl 3 ) 

S: 1.48 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.32-3.35 (m, 4H) 3.56-3.58 (m, 4 
H) 3.78 (s, 3H) 4.73 (s, 2H) 4.84 (q, J=2.4Hz, 2H) 7.80 (s, 2H) 
[0 7 19] 

b ) [y.(y f .2-^ - jv)-2, 6-y t V-8-(t'^7 y >-l-^f ;V)-1, 2, 6, 7-f h 

Mb 5 6 6 3 



4- [7- (7 h -2->f -;v)-3-p« h^y*;l/*-JV^f;W2, * V-2, 3, 6, 7-x 
h5t Fn-iH-yy >-8-^f;v] t°^7v ? ^-l-*;V?K^^H"/^-;v^^x;H3m 
g£ h V 7;V*ng|mo.5mlK?§8?U MSKT307»#L/io »j«E«:9*L^ 

MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 7 2 0] 

«Eff)l4 3 8. 7-(7*h-2-4 ~;M-3-(2-J- ^ v;c^)-8-(fcf^v v>-l--^ 
;M-3.7-vH Kn-7"iJ >-2.6-S^> h !i Zik±PffeMM 

4_ [ 7 _ ( ■/ h -2- - ;v) -1 , 3- Vf X - (2, 2-y ^ ;V -fu \£* - ;V * * v * *f- )V) -2, 6 
-y**V-2 f 3,6,7-7- b7t Kn-lH-7 0 '; JV] ^V-l-TJ^^M 




ffiliE# 2003-3095844 



2002-280137 



^-v*: 336/ 



[ft 5 6 7] 




tf^->^[3-(2,2-vp< ^;V7°n et-^t^y^f ^)-2,6-y 
t^y-2,3,6,7-f b7t Kn^'j >-l--f ;v] ^ ^;v^Xx;H.0g. l-7'n^e-2- 
7^>0.28mU IftTKRm^ ^^^0.730, N,N-v^ f^*J^ T 5 KlSnlOiR-fr 

l&3ftIJtffi7K*Ct5fev^ ^«a»^^^->^A-e*£»^«EabttLfeo 5S5aEfc20-30% 
^^i^^/^Jr-if^lrfflV^Tv 1 ; *^V*7^^nY > ^7 7>f-i»U 2, 
2 _ y ^fi^nii'tVSS [7- ( ~T h-2-^-;V) -3- (2,2-^^f ^nt't-^t^r 
v*^;V)-2,6-v**V-2,3,6,7-7- h7t Kn^'J >-l--f >V] ^ r;H 
.06g£#fco 

<r^*> N-^nn3^7i^f^ K390mg. N,N-V^f ^*W7 5 K5ml«0}&H 
l&fD^&yfc'Cifev^ ^7K»^ v ^ A Lfco ^3£* 20-30% 

2-v p< ^;v^n tf* >»[7-(y Y-2-4 ~;v)-8-? u n-3-(2, 2-v^ f-)Vfu \£ 
*-)V**z/*^)V)-2,6-iS**V-2,3,6,7-T- V 7t >-l->f 

£ <?>£S. > ^H7'f ^xXfM. 4gO fl^tf £ 150°C O 

ttrt§-*30#2ra&3t#U£o ^m^2o-30%i^m^^-^/'^^-9-> / *ffl^ i -cv i ; 77 

^>^7A^nvh^77^-ilU $HBft-£«.34g&#fco 
lH-NMR(CDCl3) 

«J: 1.18 (s, 18H) 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.36 (t, J=5Hz, 4H) 3 
.58 (t, J=5Hz) 4.86 (q, J=2Hz, 2H) 6.02 (s, 2H), 6.03 (s, 2H) 
[0 7 2 1] 



fctiiE# 2003-3095844 



#M 2002-280137 



^-vl 337/ 



b) 4- [7- ( 7* h -2-f - )V) -1- (2,2-^f;vynet-^t^'>^f;V)-2, 6- v 
* ^7-2,3,6,7-7=- h^t: Kn-lH-y 1 ; >-8-^f tf^7 v >-l-# >V 

[ft5 6 8] 



4_ [7_ ( > _2- ^ ;v ) -1 , 3- tf * - (2 , 2- v 7 ^ )V ~f u fc? :* - )V * * v 7 ^ ;V ) -2 , 6 
-v* ^7-2,3,6,7-7- h7 tl Kn-lH-7°'; 7-8--f ;V] t°^7 v ^-1-77 )V^>m. 
^^T'l-lVZ-XTfrO.bSg&T- h 7 t: Kn 7 7 >4ml£ £ZF* ? J — )V2ml<DM'& 
'&WiKMML, VTfVsW [5.4. 0] >7 >"7*-fe >0. 18ml fciinx., M7mt?ll-^t 

U A^t>-iixf;v (l:5)v#ffi7>®£ «fStt^0.29g£#fc o 
lH-NMR(CDCl3) 

1.19 (s, 9H) 1.48 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.37-3.39 (m, 4H) 3. 
58-3.60 (m, 4H) 4.86 (q, J=2.4Hz, 2H) 6.00 (s, 2H) 9.08 (s, 1H) 
[0 7 2 2] 

c ) 7- h -2-4 =- )V) -3- (2-^ > v J-7^- ;V) -8- ( tf^ 7 V >-l- ^ ;V) -3, 7-v 
Mb 5 6 9 ] 



4_ [7- ( y h -2-4 - ;w) -1- (2, 2- v ^ f - ;v 7° n e * - ;v * * v * ^ ;v) -2, 6- v * * 
V-2,3,6,7-7- b7t Kn-lH-7'V >-8-4 ;v] t^7 v7-l-# ;^^?|iH7f 
;I/x7n x ;V50mg*5 «£ O^gfc* U7A 15mg£N, N- v * ;v A 7 5 Kl. 2ml \z : M 

ML, 2-7u^^)V^)V3L-r)\'l2fi\*n7LtZo 60°CT2B#F B m#L7vr^ 
M=m^;WCT#IRU 7K^T?5fc?fi-U te7KM-7^^v-7A-efg^Lfw 0 





miM 2003-3095844 



2002-280137 



^-v! 338/ 



-9- y -fm^- f - ^ (2 : 1) v#ttl^® iN- [7- (7*f-2-^- ;v) -1- (2, 2- v ^f^yn 
e^--;l/^^v^^-;l/)-3-(2--x h^yif;v)-2,6-yt^y-2,3,6,7-f b7t 

Tt# <b ftfc4- [7- ( -f h -2--f - )V) -l- (2, 
;i/)-3-(2-x b yif ;v)-2,6-y t ^ V-2, 3, 6, 7-f F 7 t Kn-lH-7" 1 ^ >-8- 
4 ;v] v>-l-#^40^ilH:/^;i/^Xx;v£7- > ^fc Kn7^>1.0ml 

-3-(2-^h^v^;V)-2,6-v^V-2,3,6,7-T Kn-IH-^'J >-8-^;V 

] ? v >-l-7J ;l/ # y ;ViXf^5:#/v:o # ^ *^4- [7- ( 7* h -2- 

^ -;v)-3_(2-ih^r yxfjV)-2, 6-^**7-2, 3,6, 7-T Yyt Kn-lH-7 1 ; > 

v^~HPLCKTffii!AU ^fB^^3.2mg^#7to 
MS m/e (ESI) 361 (MH+-CF3COOH) 
[0 7 2 3] 

ggJifefflU 3 9. r7-(-7 > h-2-^-;l/)-3-(2-^h^v^^;V)-2.6-v^-^V-8-( 
^v-7>-W;i/)-2.3.6.7--r b7£ Kp7>) >-i-^ ;H-Efel§^ r-ji/ 

l it 5 7 0 1 



H»!i4 3 8-c)-Ci#"bttfc4-[7-(7'h-2--r-;V)-3-(2-^b^rv'^^;V)-2,6 
-v^-^rV-2,3,6,7-T- h 7 t Kn-lH-7 1 ; >-8-^ ;V] tf^9 v >-l-77 
fE7*f;Vx^ f ;K^l/4^SSii3 X t>Dtm# V -7 A7mg£N, N-^7f;v*;^ T 

5 Ko.8mnr^u. yn^M^^^io^ i*mz-?z 0 m^^wfk^tzi-k. 




tBfiE# 2003-3095844 



#M 2002-280137 



^-v : 339/ 



MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 7 2 4] 

MHD14 4 0. 7-(7'h-2-^^;V)-3-(2-^h^'>^^;M-l-(2-^-^V-2--7 

[lfc5 7 1] 



MS m/e (ESI) 479 (MH+-CF3COOH) 
[0 7 2 5] 

mmM4 4 1. r7-(v^-2-^^;V)-l-(2-^h^rv^^;M-2.6-v^^V-8-( 

a) 4- [7- ( -7* h -2- -i ~ >V) -3- (2, 2- v ^ ^ ;V :/n fc? ^ - ;v ^ * v ^ ^ ;v) -2, 6- v 
;f*V-2,3, 6,7-7" b 7t Kn-lH--7° i ; >-S-j )V] tf^^ v 




tBSE#2 003-3095844 



!&m. 2002-280137 



^-v: 340/ 



[ft 5 7 2] 




o 



o 



4_[7_(y>_2-W^^)-2, 6-^^^^^-2,3,6,7-7^ b 9 l£ Kn-lH-7°U >-S-4 
vf ^ ^ v > -i-# ;i/ tf? y f - ;vxxf;n. ig£ X tfjfcB. # } ) V o. 43g£ N, 
N-y^f;^^A7 5 Kl&nlfc&fllU 7K?^T^ n n f-/Hf/<V- h0.60ml * 

ofifeiM^L, ^^^^-itm^^-^d-.Drim^T^L, aHBft-g-%0. 

57g£#/c 0 
lH-NMR(CDCl3) 

«?: 1.18 (s, 9H) 1.49 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.33-3.36 (m, 4H) 3. 
57-3.59 (m, 4H) 4.84 (q, J=2.4Hz, 2H) 5.99 (s, 2H) 7.72 (s, 1H) 
[0 7 2 6] 

b) [7- (/f-2--f- ;v) -1- (2-^ h^ryif^) -2, 6- v * * V -8- ( if-* 7 v >- 
[ft 5 7 3] 



4_ [ 7 _ (y* h-2--T- ;V) -3- (2, 2-y^f;l'7'ntft^^t^y^f- flO -2, 6- v * * 
y-2, 3, 6, 7-t- f7t Kn-iH-yv >-8--f ;v] ;vsK^®^*=^ 
;V«x;V40mgi3<]:£>^^# V * A17mg£N,N->^ T 5 K1.5mlfcj& 

#U' 2-*7'n^i^;vj.^-;vx-x;H4^1^iPx.7to eor^SBt^^Ufc^ 




o 



ffilE# 2003-3095844 



#M 2002-280137 



^-v: 341/ 



*t y-WWL^ (1 : 1) ?#m^® X *) 4- [7- ( 7* b -2- - -3- (2, 2- v ^f^7n 
e^-;l/^ifv^^;v)-l-(2-^ h^v^^;v)-2,6-v^^V-2,3,6,7--r h^H 

# v » tr# *Lfc4- [7- (7>-2-^f-;v) -3- (2, 2-y^^7°n t^-;vt^y^f 
;V)-1_(2-J. b*->j- -2,6-i>** V -2,3,6, 7-x h 9 H Kn-lH-^y >-8- 

9 J -)V0.5ml<7)m&mM^mML, imVCf V V A5mg&Unx., MiS. 
^f;v*;VAT5 Klml U RSft* V 7 AlOmgis «£ tT/n ^;H0 

MS m/e (ESI) 433 (MH+-CF3COOH) 
[0 7 2 7] 

Mum A 4 2. r7-C7^-2-^-;M-2.6-v^-^y-l-(2-^-^V-2-y xx^x 
f;i/)-8-(nV7^>-M^-i.2.6.7-f fvii MpzHJ y-3-^;H-i£M^ 

Ut 5 7 4 ] 



2--7*n^7-bh7x/>^t^J4 4 1 fcra&KfeSU M^Mt^®)^ 
MS m/e (ESI) 479 (MH+-CF3COOH) 




fcUtE#2 003-3095844 



#IS 2002-280137 



^-v: 342/ 



[0 7 2 8] 

mum A 4 3. r7-(-7^-2-^^;M-2.6--y^^V-l-(2--7^?^;V)-8-(bf^-7 
^-1.2.6. 7-7- h ^ Kn^iJ >-3->f ^lffej»J-^^J-^7-^jtaifejt 
(7_^>v';V_2,6-v^^V-l,2,6,7-x f7t Kn*/y >-3--f ;V)gf=^x-^;i,.x 

[it 5 7 5] 



7_^c y *j)V-Z, 7-v feKn >-2, >3. Og, IS7XRm# 1> A2. 0g> N, N- 
^^fj^;VA7 5 K60ml<^^t;^40 o C<7)^4 3 lJD^Wt> 

o ^^20^0%(20%2-7 ff n/NV-^/^if-;v)/^ d r-9->"ev i ; 137***7 
lH-NMR(CDCl3) 

5: 1.28 (t, J=7Hz, 3H) 4.23 (q, J=7Hz, 2H) 4.78 (s, 2H) 5.04 (s, 2H) 7. 
31-7.39 (m, 5H) 7.51 (s, 1H) 8.01 (br.s, 1H) 
[0 7 2 9] 

[7_/^^;V-l_(2-7 x-;i/xf ;V)-2, 6-v t^r V-l, 2, 6, 7-7 h5t Kn"/'J > 
-3— f ^S^^i^JUJc^x^ 
Mb 5 7 6 ] 



(7-^>^;V-2,6-^**V-l,2,6,7-7- >7t Kn«/V >-3-^T /Wif**-^- 1 - 
XT-;i-300mg> V ^ A250rag, 2-^n^ J.-^;^ y -fe* V0. 25mk N,N-v 




9 r-O 




ffifE# 2003-3095844 



#11 2002-280137 



^-v: 343/ 



At«iffiiL/;„ ^S£lO-20%(20%2-:/n^V - )V /W^.^ fr) / ^ 

o 

lH-NMR(CDCl3) 

d: 1.29 (t, J=7Hz, 3H) 2.95 (t, J=8Hz, 2H) 4.22 (t, J=8Hz, 2H) 4.24 (q, 
J=7Hz, 2H) 4.83 (s, 2H) 5.48 (s, 2H) 7.17-7.39 (m, 10H) 7.49 (s, 1H) 
[0 7 3 0] 

[7_(-7* nn-i-(2-7x^iVxf;v)-2, V-l, 2, 6,7-t- 

[<b5 7 7] 




Sr OEt 



o 

[7-^>y^-l-(2-7 xx;vxf ;i/)-2, 6-y t ^7-1, 2, 6, 7-r f7t Kht 5 '] y 
-3-^ ;i-]I^-x^;V^.X x;V366mg, I^10ml<77rl^^li!fe^*^10%^^^ i?f? A 
^#£#11;^ 7X^#HKT-BfeM^^t7^o l*#^^ilLT|^v^c^ME?M 
L^320mg£#7c o ^W1M> ^TK^m^ 1 ; '7A260ffig, l-7*n^-2- 

-7 ?~ * v ? A t?$£&|fc»BEifc«& Ltzotm* 20-30%^m^ fV^^tvtv'J 
*W7A^D7^77^«1U 290mgrtjM»fC £#fc 0 - 

NJ-y^f^*M7^ K3mU N-^nnn^^^ F120mg<7)fS^-tf ^ 

m^"eiB#f B m#t/io jasm^sim^^K Tk-ejftmu ma 

3mg£#£ 0 



ffilE# 2003-3095844 



#H 2002-280137 



^-v: 344/ 



lH-NMR(CDCl 3 ) 

$: 1.31 (t, J=7Hz, 3H) 1.82 (t, J=2Hz, 3H) 2.94 (t, J=8Hz, 2H) 4.21 (t, 
J=8Hz, 2H) 4.25 (q, J=7Hz, 2H) 4.78 (s, 2H) 5.09 (q, J=2Hz, 2H) 7.19-7. 
24 (m, 1H), 7.26-7.33 (m, 4H) 
[0 7 3 1] 

4_[7_ (•/ > -2-^f ~ ;V) -3-x: h^r^*;Vtol'^f fl'-l- (2-7x-JUxf;l/)-2,6 
-v^V-1,2,6,7-7- h7k Kn^'J >-8--f fef^9 v >-l-# ;v**>Sli= 

[<fc5 7 8] 



[7-(7 , f-2-^-;v)-8-^nn-l-(2-7x^;vxfjV)-2 1 6-^t^V-l,2, 6,7-7" 
b9t Kn^V >-3-^;V]ffcg£^;i'i*7^V273mg^ b° ^ ^ v > - 1 - # ; W-K ^ 
fHT'f^x^ 7^;V360mg<^?l^Srl50t:O^^30^in^! Lfco &£i££20-3 

^•%320mg^#/c o 
lH-NMR(CDCl 3 ) 

1.30 (t, J=7Hz, 3H) 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 2.93 (t, J=8Hz, 
2H) 3.33 (t, J=5Hz, 4H) 3.57 (t, J=5Hz, 4H) 4.19 (t, J=8Hz, 2H) 4.25 (q 

, J=7Hz, 2H) 4.76 (s, 2H) 4.86 (q, J=2Hz, 2H) 7.19 (t, J=7Hz, 1H) 7.25-7 

.34 (m, 4H) 
[0 7 3 2] 

[7- ( f h -2-4 — ;W) -2, 6- v t^V-l-(2-7x^f;v) -8- ( t? ^ 9 v ^ -1-4 ^) -1 

,2,6,7-f- b 7ti FD7*'J v-3-^ ;v]S^j.^;v^^-r;^^l 
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Hk5 7 9] 




O N N ^ 

Sr OEt hci 



o 

4_ [7_ ( y h _2- — ;v) -3- J. h 3f v * ;v ;v > -f - ;V-1- (2- 7 i — ;v) -2, 6 
-y**V-l f 2.6,7-"r Kn^U >-8--f >V] fcf^? v>-l-# 

*7A^7h^77^»8U ^ffi<fc^%17mg^#/So 
lH-NMR(d6-DMS0) 

<J: 1.22 (t, J=7Hz, 3H) 1.82 (t, J=2Hz, 3H) 2.80 (t, J=8Hz, 2H) 3.22-3.2 
8 (m, 4H) 3.46-3.51 (m, 4H) 4.05 t, J=8Hz, 2H) 4.17 (q, J=7Hz, 2H) 4.69( 
s, 2H) 4.96(q, J=2Hz, 2H) 7.19-7.24 (m, 3H) 7.30 (t, J=7Hz, 2H) 
[0 7 3 3] 

mMMA 4 4. r7-(7h-2-^^;v)-2.6-v^-^v-i-(2--7ai^^;M-8-(e^v 

4_ [7_ ( y h _2-.f ^ ;v) -3-77 ;V y^f ;V-1- (2- "7 jl — ;Hf -2, 6-^ * 3r 
V-l,2,6,7-T" f7tFnyj >_8-^ ;v] y >-i-*;^f >f f H7f ;^ 

Mb 5 8 0 ] 




Sr OH 



o 

4- [7- ( 7* h — -3-x. b 3f v 77 ;V JV^f JM-(2-7x- ;l/ J. f- )l> ) -2, 6 
-^t + V-l,2,6,7-fh7l: Kn^J ^-8-^ ;V] 

7*^;VJ.^.f-;H90mg, ^-^ y - ;V3mU lN-TKM'ft^ b V 7 A7Kv#^0.5mlOrI^ 
#^50°C<7)^i^2BtF B 1*n«^b^o J^fcfclN-&^igifc*0.55ml2nix.x g£ 
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a x&m%im.j±i&m u s*^^-^*-^ >-e^ B B H ^ LT«f54i;^t/i66 m g£# 

tZo 

lH-NMR(CDCl 3 ) 

8: 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 2.93 (t, J=8Hz, 2H) 3.34 (t, J=5Hz, 
4H) 3.58 (t, J=5Hz, 4H) 4.19 (t, J=8Hz, 2H) 4.82 (s, 2H) 4.85 (q, J=2Hz 
, 2H) 7.19 (t, J=7Hz, 1H) 7.24-7.33 (m, 4H) 
[0 7 3 4] 

[ 7 _ ( -?y .2-4 - )V) -2, i^V-l-(2-7x^f )V) -8- ( Vf ^ 7 v > -1- "f ^) -1 
, 2, 6, 7-rb7t Kn7°'J >-3-^ ;v]g^m^^ 
[4fc 5 8 1 ] 



4_ [7_ (7h_2-^-;V) -3- 77 ;V # ^ j* ^ ;V-1- (2- "7 a. ~ )V jr. *f- )V) -2, 6- v ^ 3r 

v-i,2,6,7-x f7ii Ka/'J >-8-^f;v] li^^ v>-i-^^^>If^=y^^^ 
^•r-^mg^fflv^T, ^»!I4 4 3e) h [WI^^IB^%2. 2mg ; lr#/io 
lH-NMR(d6-DMS0) 

S: 1.82 (t, J=2Hz, 3H) 2.80 (t, J=8Hz, 2H) 3.23-3.28 (m, 4H) 3. 46-3. 53 ( 
m, 4H) 4.05 (t, J=8Hz, 2H) 4.59 (s, 2H) 4.96 (q, J=2Hz, 2H) 7.19-7.25 (m 
, 3H) 7.30 (t, J=7Hz, 2H) 
[0 7 3 5] 

mmm4 4 5. 7-(?}*-2-4 -)v)-3-\2-jr*v-2-(\sw 

-l-(2-y x- ^f^)-8-(e^7y>-M fr)-3. VwfV >-2. Q=VJl ^ 

mm. 
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[^5 8 2] 

fit ° . 

1 XVn n 

O^N^N — 
O ^ 

4_[7_(y f_2-^ z;i/)-3-* ;V#^r">^ f ;M-(2-7i^^xf ;V)-2, 6-y t 
V-1,2,6,7-7- h 7t: Knyj > -8- W ;V] fc" ^ 7 v > -1- # ;V ^ > f^E7*f 
X-r;V20mg. vxf«y7- h*8/u U h ")^7 5 >10^ U Vfa U v>2 
O^K N,N-^^f^*;VA75 K0.3mlOS^Sr^ffl3BraSC«L/io 
g£$tx^;K TK-CtttBL, ^$Ut&7fci$fc> «&*n4tefcKt?«fev^ ift*&Lfco 

-iSL, ^f51fc^3.2mg£#7c 0 
lH-NMR(d6-DMS0) 

5:1.76-1.84 (m, 5H) 1.95 (quint. J=7Hz, 2H), 2.79 (t, J=8Hz, 2H) 3.22-3 
.34 (m, 6H) 3.45-3.52 (m, 4H) 3.55 (t, J=7Hz, 2H) 4.03 (t, J=8Hz, 2H) 4. 
68 (s, 2H) 4.96 (q, J=2Hz, 2H) 7.18-7.26 (m, 3H) 7.31 (t, J=8Hz, 2H) 
[0 7 3 6] 

3&feftflH4 4 6. [7-(7Y-2-J -ns)-2.6-i?**V-l-(2-y x.K + M-Z-iV'*? 
y>-M^)-1.2.6.7-tf7li Kn^iJ v^-^l-N-^W-bf7^ 

5 8 3 ] 

f\ o , 

5 TVn nh 

O^N^N — 

SrN Me H CI 
OH 

lH-NMR(d6-DMS0) 

5:1.82 (t, J=2Hz, 3H) 2.61 (d, J=5Hz, 3H) 2.79 (t, J=8Hz, 2H) 3.20-3.28 
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(m, 4H) 3.44-3.52 (m, 4H) 4.03 (t, J=8Hz, 2H) 4.48 (s, 2H) 4.96 (q, J=2 
Hz, 2H) 7.19-7.26 (m, 3H) 7.31 (t, J=7Hz, 2H) 8.09 (br.d, J=5Hz, 1H) 
[0 7 3 7] 

gtlifefrlU 4 7. \7-(7Y-2-4 -))s)-2.6-V**V-l-(2-y ^*?-)l<)-%-(\£^ 
Ut 5 8 4 ] 



SrN-<l H CI 
OH 

v^n-/nt°;VT5 >^i^t»l4 4 5 £ Lfco 
lH-NMR(d6-DMS0) 

S:0.39-0.44 (m, 2H) 0.60-0.66 (m, 2H) 1.82 (t, J=2Hz, 3H) 2.60-2.68 (m, 
1H) 2.79 (t, J=8Hz, 2H) 3.20-3.30 (m, 4H) 3.44-3.54 (m, 4H) 4.03 (t, J= 

8Hz, 2H) 4.44 (s, 2H) 4.96 (q, J=2Hz, 2H) 7.19-7.27 (m, 3H) 7.31 (t, J=8 

Hz, 2H) 8.27 (d, J=4Hz, 1H) 
[0 7 3 8] 

mW.MA 4 8. r7-(^h-2-^-;M-2.6-v^^V-l-(2--7^?^;V )-8-(ti 0 ^v 
2 )V) -1 . 2. 6. 7-7- t 2 K P 2! li > 2k] -N- 2 £ = ^ Z * fc T 5 Kffi 

[^5 8 5] 



7-'j >^iv^tg»!4 4 5 fcpg&fc-g-jSLfco 
lH-NMR(d6-DMS0) 

£:1.83 (t, J=2Hz, 3H) 2.81 (t, J=8Hz, 2H) 3.20-3.30 (m, 4H) 3.44-3.54 ( 





ffiiE# 2003-3095844 



mm. 2002-280137 



349/ 



m, 4H) 4.05 (t, J=8Hz, 2H) 4.74 (s, 2H), 4.98 (q, J=2Hz, 2H) 7.06 (t, J= 
8Hz, 1H) 7.18-7.35 (m, 7H) 7.56 (d, J=8Hz, 2H) 9.01 (br. s, 2H) 10.39 (s, 
1H) 

[0 7 3 9] 

mum A 4 9- r7-(-7 > h-2-^^;V)-2.6-v^^rV-l-(2--7 jL?> ^;l/)-8-(tf^v 
y>-MA>)-1.2.6.7-fh^KP^) >-3--Y;H-N-(-7°n7 P -2--f ^MX± 

t r s EMM^ 

[4b5 8 6] 



SrN-\ H-CI 
OH \ 

lH-NMR(d6-DMS0) 

5:1.81 (t, J=3Hz) 2.80 (t, J=8Hz, 2H) 3.18 (t, J=2Hz 1H), 3.22-3.32 (m, 

4H) 3.44-3.54 (m, 4H) 3.90 (dd, J=2Hz, 5Hz, 2H) 4.03 (t, J=8Hz, 2H) 4.5 

1 (s, 2H) 4.96 (q, J=2Hz, 2H) 7.16-7.34 (m, 5H) 8.66 (t, J=5Hz, 1H) 8.96 

(br.s, 2H) 

[0 7 4 0] 

mrnm 4 5 0 . [z= ( 2: h -2- w ~ jk) -2. 6- v t#v-i-(2-7x;^ v^±jk) -8 

Hfc5 8 7] 



Sr OEt h-ci 
o 
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lH-NMR(d6-DMS0) 

5:1.20 (t, J=7Hz, 3H) 1.81 (s, 3H) 3.22-3.28 (m, 4H) 3.46-3.53 (m, 4H) 
4.06-4.19 (m, 4H) 4.25 (t, J=6Hz, 2H) 4.69 (s, 2H) 4.97 (s, 2H) 6.88-6.9 
6 (m, 3H) 7.26 (t, J=7Hz, 2H) 8.96 (br.s, 2H) 
[0 7 4 1 ] 

jn^jl/l^-ftf^-yv-W ji/Ul.2.fi.7--r- m Kn >-3-^f 2klHM ^± 
Hfc 5 8 8 ] 




Sr OEt hci 



o 

2--fu^z-^-)V (4-^nn7x-JV)x-f;V*fflv^HW4 4 3 t^Wtte 
lH-NMR(d6-DMS0) 

5:1.20 (t, J=7Hz, 3H) 1.81 (s, 3H) 3.26 (br.s, 4H) 3.46-3.54 (m, 4H) 4. 
10-4.20 (m, 4H) 4.23 (t, J=6Hz, 2H) 4.68 (s, 2H) 4.96 (s, 2H) 6.93 (d, J 
=9Hz, 2H) 7.30 (d, J=9Hz, 2H) 9.00 (br.s, 2H) 
[0 7 4 2] 

mmMA 5 2. N-r2-r7-(v^-2-^-;M-3-^^;V-2.6-> ? ^-^V-8-(l:^ 7 
y->-l-^;M-?,,3,fi,7--x- h^_£ KP^') V^Qd^2LfldX±Jl^ if — L 

a) 4-[l-(2-T^F^^^)-7-(^h-2-^f-;V)-l-(2-t: Kn * vji^;V)-3-^ 
f;l/-2,6-yt^y-2 > 3,6,7-tf7t Kn-iH--/ 1 ; >-8-^v]^7v>-l-* 
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[ft 5 8 91 

4- [ 7 _ (7°y-2-4 — ;v)-l-(2-t: Ko^yxf^) -3- ;* ^- ;W-2, 6- v * * V -2, 3, 
6,7-t- 1> ? t: Kn-lH-*/'J >-8-^ ;v] tf^7 v>-l-# ^^>||£7'fil'i^ 
r^0.28g^t O1 ; ^>4mHc^f U ?X<%T^ * n 'J K73,Kl£jjn 

xfc 0 Mfi-eiB#F B m#L7t#. pm^^WCT^fXU 2N*1MKT$:?#-U 

f;Wt;VA7 5 K10mlKy#fl?U T v-fb^ > 'J ? A47mg*in£> 50°C KT3B#iig 

1U (l:2)^iH^MJ: ^fB^t/0. 17g£#7t 0 

lH-NMR(CDCl3) 

<5: 1.49 (s, 9H) 1.82 (t, J=2.4Hz, 3H) 3.34-3.36 (m, 4H) 3.50 (s, 3H) 3. 
56 (t, J=6.0Hz, 2H) 3.57-3.60 (m, 4H) 4.24 (t, J=6.0Hz, 2H) 4.86 (q, J=2 
.4Hz, 2H) 
[0 7 4 3] 

b) 4-[l-(2-7< yai^-;V)-7-('7'h-2-^-;V)-l-(2-t: Fn ^ vje.^;1/)-3-p< 
f^.e-yt + V -2,3,6,7-t- >7t FU-1H-7 1 ; >-M;v]^7^'/-l-* 
;v ^>iIH7*f x 7- ;v 
Hh5 9 01 

H O r ^^' 

4_[l_(2-r^ K^^;V)-7-(^>-2-'f^;V)-l-(2-t: Ka^yxf ;v)-3-^f 
;i/_2,6-^^-^V-2,3,6,7-7 : - >^li Fn-IH-T 0 '; >-8-^ ;V] kf^7 >-l-7J ^ 

x ;V0. 17g& T" h^t: Kn7 7 >3. 5ml iC^fi? L> tRO. 23ml 
is «£ h V 7 y -f >0. 13g^jjpx./io giaT?&^aft# Lt^, 
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^ y -;i/(iO:l)Slffi5MS £ «9 ^ HUBft-frWO. 12g«r#fco 
lH-NMR(CDCl3) 

3: 1.49 (s, 9H) 1.82 (t, J=2.4Hz, 3H) 2.99 (t, J=6.4Hz, 2H) 3.33-3.36 ( 
m, 4H) 3.51 (s, 3H) 3.58-3.61 (m, 4H) 4.10 (t, J=6.4Hz, 2H) 4.86 (q, J=2 
.4Hz, 2H) 
[0 7 4 4] 

c) N-[2-[7-(7* h -2- A ~;v)-3-* ^;V-2, 6-y^^V-8-(^7y>-l-^ ;v) 
-2,3,6,7-f f 7 t Knf J >-l-^f ;v]-xf ;l/]7^ f 7 5 K f'J7;l/tni 

mm 

Mb 5 9 1] 



4_[l_(2-7 5 ;xf;v)-7-(7 - ;V)-l-(2-t Yu*i/^)V)-3-*?-)V- 

2,6-v^^rV-2,3,6,7-7 : - h 9 Kn-lH-^V >-8-^ ;V] tf^v S> V-l-fc 

5 >14// lis i^-bfJ^n'; K4// lfcinix.. £Sfc"r2H#ra«#L;fc&> S£M 

MS m/e (ESI) 388 (MH+-CF3COOH) 
[0 7 4 5] 

mMMA 5 3. N-r2-r7-(-7*h-2->r-;M-3-^^;i/-2.6-v^-^rV-8-(lf^v 
jy)-2.3.6.7-f f7H FP7'') >-M;Vl-xf ;vl/<>X7$ K h 
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lit 5 9 2 ] 




^>7^;^n'J F*ffl^tIlM4 5 2-c) HfSlt^£?# 
tz 0 

MS m/e (ESI) 450 (MH+-CF3COOH) 
[0 7 4 6] 

mMMA 5 4. N-r2-r7-(-/h-2-^-;v)-3-^^-;v-2.6-v^-^rV-8-(t:^7 
S?>-l-^;]^-2. 3.6.7-7- KP 1 /') >-l—f 2kL^±2k] ^ £ > T 

Kb 5 9 3 ] 

H O r ^ r " o 

0 *VHj ^ F F 

I 

,**>.x;v*-;v*uij K£jBv>TH»!!4 5 2-c)ilSi»i:MU SIB^fb^ 

MS m/e (ESI) 424 (MH+-CF3COOH) 
[0 7 4 7] 

gjjfeMl 5 5. N-r2-r7-('7^-2-^^;V)-3-^^;V-2.6-y^-^V-8-(lf^'7 
Ut 5 9 4 ] 




^'✓■S^W-Hny K^iv^tiWJ4 5 2-c) iiHJ&fcgfeSU ^IB<b 
MS m/e (ESI) 486 (MH+-CF3COOH) 
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[0 7 4 8] 

mmM4 5 6. 1.3-^.*^;i/-9.9a.10.11.12.13-^-frll Kn-1H-1. 3. 4b. 11. 
1 3a. U-^*4j-T4f hJL£> -/fa. e. hi T X V >-2. 4- v ± > h^J7Jk± Pi^Bt 

a ) 7-(2-yn^7x-;V)-l,3-v^ f;V-3,7-^li Kn^'J >-2,6-^*> 
[ft 5 9 5] 



ft7^'J >13.42g£ ilT2-Xn^7i-;v^o>'Bji30.07g*fflv^T^*feM2 7 

0a)iR«i:««U «HB^^7. 32g&#£ 0 

lH-NMR(CDCl3) 

5: 3.38 (s, 3H) 3.67 (s, 3H) 7.39-7.52 (m, 3H) 7.66 (s, 1H) 7.76 (d, J= 
7.0Hz, 1H) 
[0 7 4 9] 

b )2[[2-(l, 3->>^ f JV-2, 6-v t 3, 6-f f 7 t Fn^'J ^-1-4 

i - ;v] n Kn ^ v tf ^ y V^-i, 4- v * ;v # >^ v-^H Xf- 7" ;v 
Mb 5 9 6] 



&3§#ffl^tT\ -70r^7-(2-Xu*7^;v)-l,3-v^;V-3,7-^ti Kn7°'J 
>-2,6-^*>0.908gO7- h ?t Kn-7 7>40mU«l't- , 7^;v i ;^^A<7)1.7^e 
;v^>?>^1.8ml£$jTU iJDx-fco 105M&#L;fcf£. 2-*;V^Vk^7y 
^-l,4-v7j;V^>-m^-^Hy^;V^^x;V0.989g<7)x h9t Kn77>10ml^ 
iftfciiiTU initio KJSfc*M**C±*$-£fc&> a-fkTV't-^AOftfP 
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KTffiMU ^^^>-I^^^^(7:3^fbl:l)^ai^®«J: !9^fM^tJ^-0 

oMfe^^^ffiJUI^-etL^ttO. 214gt 0. 128g#fc 0 

lH-NMR(CDCl3) 

8: 1.38 (s, 9H) 1.50 (s, 9H) 2.74-2.81 (m, 1H) 2.85-2.97 (m, 1H) 3.10-3 
.19 (m, 1H) 3.38 (s, 3H) 3.56 (s, 3H) 3.76-3.83 (m, 4H) 4.49 (t, J=9.7Hz 
, 1H) 7.38-7.45 (m, 5H) 
MS m/e (ESI) 571 (MH+) 
lH-NMR(CDCl3) 

§: 1.18(s, 9H) 1.36(s, 9H) 2.68-2.90 (m, 3H) 3.28 (s, 3H) 3.52-3.70 (m, 
4H) 3.60 (s, 3H) 4.39 (m, 1H) 7.24 (m, 1H) 7.39-7.52 (m, 5H) 

MS m/e (ESI) 571 (MH+) 
[0 7 5 0] 

c) 2[1- [2-(l, 3- -2, 6-v^ 7-1,2,3,6-7=- Y?t Kn 7 V V-7--Y )V) 
7x^jH-i-^f;v^;i/77- *%)i> ;v * v * <f- ;v] t? ^ 9 v 4- 

;V*^fy-|E7*fJl'XXf;V 
5 9 7] 



MSf#B^T\ ortr-2-[[2-(l,3-v^^;l'-2,6-v^^V-l,2,3,6--r h 7H Kn 
iH/fJl/xXfiP (Mrft^y^O^Mg^T- h7t KD7 7 >10ml^lC7j^ 

4b-*- h 'j ^A(60%M'ft)&2jnx^ 2o?5-^-?:if#L/ro o°ckmu ri^io. 

045mi ztiuz^ lmmwfcLtz^ 3-7^^^;vo.o47mi*^n^> w.^m&^nm 
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fco 

lH-NMR(CDCl 3 ) 

1.40 (s, 9H) 1.46 (s, 9H) 2.44 (s, 3H) 2.76-2.90 (m, 1H) 3.02-3.14 ( 
m, 1H) 3.20-3.25 (m, 1H) 3.38 (s, 3H) 3.62 (s, 3H) 3.71-4.01 (m, 4H) 6.8 
0 (m, 1H) 7.26-7.55 (m, 5H) 

^It:Httt<7)2[[2-(l,3-yV f ;W2, 6-v t V-l, 2, 3,6-r f 7 t Kn^'J > 
-7-4 ;V)7xr;i/]tKu^y^f ;v] \£s< y v >-l, 4- v 7> ^ ^Iv-^H 7^ 

lH-NMR(CDCl3) 

8: 1.24 (s, 9H) 1.40 (s, 9H) 2.24 (s, 3H) 2.55-2.62 On, 1H) 2.70-2.82 ( 
m,lH) 2.84-3.01 (m.lH) 3.34 (s, 3H) 3.63 (s, 3H) 3.61-3.83 (m,3H) 4.08-4 
.20 (m, 1H) 6.40 (m, 1H) 7.20 (s, 1H) 7.39-7.58 (m, 4) 
H) 

[0 7 5 1] 

d)2[2-(l,3-v^;l/-2,6-v*^V-l,2,3,6-x fyt Kn^'J >-7-4 
[ft 5 9 8 ] 



Iff i^Tt2-[l-[2-(l, 3-^'^ f ;W2, 6-^ t ^ V-l, 2, 3, 6-f h5t Kn7° 

^7y>-l,4-y*;i''K>il^-i=rfWf;i/ (!I:M14^/j)0.l75g^ tKSI 
ft h 'J 7^;V-f1* 0. 25g£ «£ t>*2, 2* -T Ve* Hv7fn^fi) ;l/ )o. 010g ^ h ;v 
^>5mlfc«F;frU 2l$WMfc«iifELfco a&ftfcWU $gSfc**JE#*L;fco 
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l:l)?tffl^®«t «9SlfB'fk^0.123g#^o 

^l*^l14^14^2-[l-[2-(l,3-v^^;V-2,6-v^^V-l,2,3,6--r b 9 l£ 

;v] v >-l,4-v# ;V^>mv-^H-7^^J-X-r;V0.086g>6^^ffi^%0 

.055g=Sr#/io 

lH-NMR(CDCl3) 

1.31 (s, 9H) 1.44 (s, 9H) 2.45-3.02 (m, 5H) 3.34(s, 3H) 3.62 (s, 3H) 
3.75-4.04 (m,4H) 7.33 (m, 1H) 7.53 (s, 4H) 
MS m/e (ESI) 555 (MH+) 
[0 7 5 2] 

e ) 1, 3-v^ ^;V-9, 9a, 10, 11, 12, 13-^ t: Fn-lH-1, 3, 4b, 11, 13a, 14-^-f 
T*fW<y Via, e, h] TX V >-2, 4- V* y h V 7 
9 9] 



2-[2-(l,3-v^f-;l'-2,6-v^-^rV-l,2,3,6-x > 7 t: Vuy'V >-7--f ;V)^>- y 
;^]H°^^^>-i,4-v^;i/^>mv-^H-7^;v-^^-r^0.055g* h V 7;v*n 

^mo. 5mi \z m& L3o^-mw u tz^ mm * «i±^* u mm. £n, n- v ^ ;v * 

#Lfc?£> 1,8-vTft* n-[5A0]-7-* ^*>0. 050ml fcinx^ 1 B#W* 
1 H-NMR(CD 3 0D) 

a: 2.45-2.56 (m, 2H) 3.09-3.96 (m, 7H) 3.35 (s, 3H) 3.64 (s, 3H) 7.44-7 
.52 (m, 2H) 7.53-7.63 (m, 2H) 
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MS ra/e (ESI) 353 (MH+) 
[0 7 5 3] 
[!£»J 1 1 

HBb£ ( I ) # J: (I I ) T^;b£ t^Mfr&fc^D P P I VIMfiEJlOSUSe 
ESffllfl (50mM Tris-HCl pH7.4, 0. 1% BSA) KT^WBiU *H#*>*L*:D P 
PIV^l OmU/mLl:^I.J:^fl|L, 110^ l : muLfz Q £ 

H£t?£l 5 fx lttL/;^ ^-e2 >^^^-^3 > 2mMlc^ 

SL£Gly-Pro-p-nitroanilide& 2 5 1 0 . 3 3 mM) fiP^T, ^ 

mK^m^tzo m.^m\t in >; >m%M2 5 ^ 1 & 
i c 5 0 ^iinUo 

[0 7 5 4] 
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1*13 





ICso(nM) 






mmm 


287 




211 




401 




141 




1S3 




125 




272 




152 




17 


mtm29 


310 




46.9 


HM64 


126 




33.4 




S6. 5 




35. 7 


MHmS2 


161 




27. 4 




4. 08 




2. S9 




9.69 




1480 


mmmns 


185 




0. 654 




9. 4S 


Hi£{5t]l59 


4. 56 


^H^|1S2 


6. 39 


H*^JlS9 


6. 63 




8.02 


#fjfe{5i|l97 


20.4 


MW.M277 


8. 77 


H1IM279 


9. 52 


MMN2S5 


6. 97 


HttM286 


7. 18 


£l*fef5>]330 


1.2 




2. 16 


M1&M42S 


2.46 




5. 78 




7. 48 




4. 86 




1.95 


MW,PHi2 


LSI 




4.02 




0. 864 




1. 14 


M1&MU9 


0. 472 





[0 7 5 5] 

mmm 2 ] 

dp p 1 V4di9 7f<?)GLP - 1 m&KM1rZ>* h7t;V5 "7*7 > 
Wto : DP P I V&£:$SLfcil1£F isher77f (B^V-frX • 'J 

m. 2 iztf L/cM#-r% wmt-^m * 0 . 5%^w^n-7»iiu 5 

mL/kg O#»T'0n^# L£ 0 &^WH58M±> 0 . 5%^^^;^- 7,7K 
MtU 5mL/kgOfttgP^4U 0 
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mtfSLte £ & G L P - 1 

ho ito.^2 5 o fx i Sr^* 1 ; >ML/:^tk 0 7'j-i:t»im ji>i>^-r 

l-felTo j&^ftm (lOOOOg, 2fl\ 4t) LT»fc*LfcJW»*OGLP- 
l£Active GLP-1 ELISA^f^h (Linco) fcffi^TSJ^ 

*fe**±. T^tiWWI^fcl, Mstlt (Dunnett's test) -Cjt« 

[0 7 5 6] 



[*2] 





(mg/kg) 


SPSM<0#Wfl <hr) fc:fcl+£GLIM»«(% of Pre) 


0 


1 


3 


5 


ttffcttJIR 




100±0,0 


87.2±4.8 


100.4±7.8 


110.6±6.8 




30 


100±0.0 


99.9±3.7 


106.6±5.0 


116.3±2.7 




100 


100±0.0 


111.6±7.9 


116.3±8.2 


150.6±7.2 




300 


100 ±0.0 


140.0±11.5 


199.3 ±32.4 


227.1±35.5* 




30 


100±0.0 


118.7±9.3 


122.7±7.1 


114.6±4.4 




100 


100±0.0 


163.6±19.6 + 


171.2±9.1 


195.8±36.G* 




30 


100±0.0 


125.3±10.7 


120.0±7.2 


126.7±10.7 




100 


100±0.0 


316.9±26.4*** 


330. 7 ± 112.4* 


236.5±20.5* 



*:P<0.05vs*St#:^JSW 



***: P < 0.001 vs ttflrtfrfSi* 

n7tJV5>3 0 0mg/k g&&mz&\,*X* DP P I V&JS? y vitm 
Omg/k g^ff^^^t, DPP I VXm^-y Mf^OlStlG 

lp- immm^kiRv*5mfflm^Mm±g-L*io s 7x>7^ 

5>10 0mg/k gl£#^lw^v*Ts DP P I y ^«' : ^ J ^^14MG 

[0 7 5 7] 
[!«#J3] 

jE#7 yKOGLP-1 > F7t;v5>, D P P I V|$1##J 
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;i/tfn\) (Val-Pyr) ) ^f?^^^ f7t;H y&ZZfDPP I VIS 

Kit; : DP P IV^t^IEflttF i she rvy V (B** *9)*A 
) 

^3 K^Lfcffi*-??. 0. 5%^;v^n-;^£K{?|^U 5 

mL/kg o#imn^ L£ 0 «#*«i£t±. 0 . 5 % * f;^;vn -^ 7 Jc 
U 5mL/kgC0fitgPt4L/:o 
[^JfiLfe i CFG LP - 1 <DM^] 

3 £ XXf 5l*M»H*6Jft*T-e9 ? hOJl#]R*3M3cjT*«o»t*>i*^K:ffiJflL$* 
*o JfiU&2 5 0 ^1 Sr's/ty ^^Lfc^fc'v'J-KTMLU Tt^^-A-r 
t:#to I'L^i (lOOOOg, 2£\ 4tJ) LT#?> *L/z_h?jt>F OG L P - 
l&Active GLP-1 ELISA^f^h (Linco) S:^TI$e 

tt*l±. s P*&fl[±aetlK2ST?*fc m-/hSftK (Dunnett's test) TJtiR 

[0 7 5 8] 
[^3] 





(mg/kg) 


»D#*ffe<0#B#RB<hr) (C*5(toGLP-l^S(% of Pre) 


0 


1 


3 


5 






100 ±0.0 


112±15 


125±21 


84 ±10 




300 


LOO ±0.0 


U7±9 


149 ±24 


94±10 


Val-Pyr 


30 


100±0.0 


127±6 


136±20 


91±2 


+ 

Val-Pyr 


300 
+ 
30 


100±0.0 


162±8™ 


215 ±19" 


177±15~* 



*:P<0.05vs ${$'#J£& 

***: p < o.ooi vs mtenmrn 



ftfflft 2003-3095844 



mm 2002-280137 



^-V: 362/ 



G L P - 1 aiEO^iJDtilSE-C § fc^ ^f7*^5>fcDPPIVSf 

#J*Wl^tfe#Lfe»^45V*T, SttSGLP-l»JK»i«#^l, 333££F5B# 
PH^HW?SfrC±#L^:o n7*;^^GLP-l«i^ 
& 7t S> U *<Dfffii D P P I V lfi«#j7WflJ1-& - 7:\ ffiteM GLP-li 
JK^i* Jn L tz CL £ g^lft L T v »4 0 
[0 7 5 9] 

mmu] 

DPP I V ^.ii 7 ? h^GLP-2l$i:i!fn^ h7t;K>^# 
Wi% : DP P I V%K.mLfzM'\£F i sher7'7h (B^^-;v* • V 

^4 ic^L^fflS-e, Wffcffrfr** 0. 5%^;Mr;Vu-X}§?&lc5il?§U 5 
mL/k g^it|PML/:o SMifftt 0. 5 9M f-;v-fe^n-^^c 
iSifcfcU 5mL/kgOfitM4Lf;o 
H»i3 ilTGLP-2 Wit] 

0 . 5 % ^ ^;Hr;vn-^7K^^^lS-ir*3 i xmM& 1 > 

& Q «2 5 0// i fc^/ty v^LTt^^tr^'j-ur^NLU 

tc^-r o 3frk5Mi (1 0 0 0 0 g. 2 53\ 4°C) LT»fc*Lfc.LJ»*OGLP- 
2 £ G L P - 2 ELISA+yb (ScrtlKWSfcgf) *JBv>T8»Je Lfco 

[0 7 6 0] 
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K4] 





(mg/kg) 


S P^¥^^#»#^ (hr) (Cjo(toGLP-2Sg(ng/m]; 


0 


1 


3 


5 






1.39±0.05 


1.31±0.02 


1.36±0.04 


1.28±0.07 




300 


1.32±0.02 


1.65±0.06*~ 


2.08 ±0.07*** 


2.15±0.05*~ 



***: P < 0.001 vs Mfcltf&M 



* h -7*;i^ >&^m^&^X, DP P I V^fl^ y MfoUtif G L P - 2ift9? 
tti£4&l, 3feJ:0'5I^W^^aitw±#Lfco GLP-2(±, Mfti&fefcO 
^BF • ?&j»lw^rffl-e*S fcO»-&*«*$*LTV^ (Am. J. Physiol. 277: E937- 
E947 (1999) , Current Opinion in Investigation Drugs. 2(4): 505-509 (200 
1) , Gut. 50: 428-435 (2002) , Gastroenterology. 122:531-544 (2002) , C 
ancer Research. 61: 687-693 (2001) ) « * h 7 * > bD 

p p i vna»jo#ffli4G l p - 2 vftmimmmzwte-rz ztamt^-c^^ 

[0 7 6 1] 

DPP I Vffi«*Jfc Tf^T^>f K5W*^**EII{i> l^ffitlG 
LP— 1 Jo «£ G L P - 2 J: &flMB«!3ftfc J: «9 , mmm, 

mm, m%M.m, mimmBMo^® • mmMtLx^mx$>2> 0 2 h tt&m 



mm<& 2003-3095844 
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mm] 

QfiL^ttMG L P - 1 ) & J: OV£ =r>m^ s f- K— 2 

(ml4>^14mglp-2) o^»*«iimi-r*citt?, -eo^S^fflSritSt-r^)^ 

JfiLfpvSta GLP-l^iUf/J^ (ilfiLfp^tffl G L P - 2 tc J: 



mtEf^F 2003-3095844 



[ft*] 

[£BrX*ig&f] 
[ft*] 

WW**] 
UJUloW] 

[%#*] 



4#M 2002-280137 

EP03EE0801 
¥^15^ 8/1 22 B 

#112002-280137 
000000217 

i*m vim 
mm 



^M^±?f TfT±^#^ 8 2 0-1 

^eb mz. 

mm-? < \m^m 3 - 19-1-3-304 
uj«f -4- 

w» 1 
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^WlUmom^r #12 0 0 2-2 8 0 1 3 7 

50301380487 
ESSIES 

ffi^W Jtfe 6 8 9 0 

tf^ H spjS 15^ 9B30S 



MftKI**] 000000217 

[ttMXttJgj&r] ]*CSC*P*JCK/hSJI| 4 TB 6 # 1 0 
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m i a i i ff « 



1 . ^cH^J! B 



[000000217] 
1990^ 8 Jf 2 9 B 
*SC*5:SCIZ/h5JI| 4T@6f 1 0 -Sf- 



